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(57) Abstract: Drug compositions containing 
as the active ingredient compounds of general 
formula (I), prodrugs of the same, pharmaceu- 
tical ly acceptable salts of both, or solvates of 
them and ^thibiting Ihrombopoielin receptor 
agonism: wherein X* is optionally substituted 
heteroaryl or the like; Y» is NRACO-(CH2)o.2- or 
the like (wherein R^ is hydrogen or the like); Z' 
is optionally substituted allylene or the like; and 
A' is a ring represented by general formula (11) or 
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•So 

^<&/Lji1-Sc: t*>5»s J^il/J^«MiJ>fi£t|^DJ^il/J^«m^D^m?&#■5Jlil^gl^il^Dil^^ 

^ Oi^SiB^iJtt, Proc. Natl. Acad. Sci. 89:5640-5644 (1992)Ci3® $ tl-C V^ -S o 

|g¥ 10-72 4 92, WO96/40750) . Ztl^Q^r^ 
)^ fi^ ^ □ S ^ ffl T- I ^ o 

^mm^h-^^tmuom^M^mtiit'^mtiK iKf^¥4 - 9 9 7 7 o. chem. 

Pharm. Bull.. 1982. 30. 3580^ 6-172339. (EP 5 1 2 899 )\ 

nE^2 - 3 0 8 2 4 Ox WO 9 7/3 2 8 6 3\ Arzneim. Forsch/Drug Res., 
25 1998. 48, 651. 7 - 1 7 3 1 4 3. ^mW- 5 - 8 5 5 5 K 60- 

4 4 3. <l^m^B - 2 4 5 6 0 2. !l^m¥ 8 - 1 5 7 4 6 2 . 1 4 3 
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5 5 Qmizmm^tixi^^iifi. v u>7fsTn3L^:,^^f^mm^^mt^iimittji 

l^o. . ^ 

10 

irf£i:>ib. I) -j9Si^ (I) : 

YMi-NRACO- (CH2) o-2-^ -NRACO- (CH2) 0-2-W-. - 
NRACO-CH = CH-. -W- (CH2) i-s-NR^CO- (CHg) 0-2 
-s -W- (CH2) i_5-C0NRA- (CH2) 0-2-s -CONRA- (CH 
2) o-2-^ - (CH2) 0.6-NRA-SO2- (CH2) 0-6-N - (CH2) 0 
20 _5-S02-NRA- (CH2) 0-5-. -NRA- (CH2) 0-2-. -NRA- 
CO-NRA-, -NRA- C S -NRA-, -N=C (-SR'^) -NR^-, - 
NR'^C SNR^CO-^ -N=C (-SR*) -NRAQO-^ -NRA-.(CH 
2) 1-2-NR'^- CO-^ -NR*C0NRANRFC0-> $fc«-N=C (- 

nrar'^) -nr'^co- (j^^^s R^{i^n^nm^\^X7kmm^. mm^n 



2- 
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10 nBf-^^:R^tsxxjpR^titi>[z.:^mm'f-t.itn-mi^^£':>xwtmm'fhL<itm 

O-.-S-^-NR^- (iS^'t'. R«{a7K^il^^*yclliSiSiT/U=3f;u) ^ ^i>i± 

mm ( ) »^-a-©#:a*fc«5F#«E^^*?i-] -c^stLs^k-g-i^.^©:/ 

$ < {is iikTKn^tl I) --XX) 1 151- .So 

20 
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(^tp. Ett- (CHj) 1-3-, -O-CHj-, *fc»-S-CH2- ; R« 



III) X 1 : 




(^^Js EfJ- (CH2) i_3-s -O-CHa-x ^fcfl- S - CHa - ; R s 



^ f- > ^ {4^ T =^ - h ffl W 1- S Ei ^ *1 ^ «^ o 

IV) Y1AS-NHC0-. - CONH-. -NHCH2-. $fcii-NHS02 
-•Cfe-SI) ~I I I) ©V^-rtvidMCiem^) h Di'ii^'jKJig^V^^ftcTrr^;^ h 
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V) Z'd^l, 4 - 7 xr: 1/ >-r*afe-5 I ) ~ I V) (DV^-f tt*^(C|5it<^ K n 



V I ) A^rnt^j^ : 



I N- 



° o. 



t5 



r \._r,8 



[^f^ R »«7K^Jl^^*^«^£f5Tyi'=¥> ; M«- S -0-,^N (R^) 



u u u u 

V( 

i NH I NH I NH 11 




O . 



VII) ^iSj^d^/g-g-c^^^ESr^i- I ) ~V I ) <Z)V^•f ti^i^lJilEicO h n ://i-:2K^ 
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W 1 1 I) iLm^B<Dl^'M^tcitfmM-^h^l) ~VI I) <^v^-rtt;5Mc|5m 



i.x) MA^mm^mwmvh^ I) ~v i n (^>v^-f^^-5Mcl2^« h 

X) jfiLie^^-iiSrf&iEf 5fc«)C0g|giS:|!!jg1-5fc»t)(^ I ) ~V I I ) ©v^-rtt;&> 
10 tcfBii®'ft:-&i^©^^o 

.XI) I) ~VI I) m^i"^^A»^clB«©'^k-^#l©f&it±^mtr^1-4<S^A*^-&- 
15 XII) -jeS (II): 



(^1', E{1- (CHg) 1-3-, -O-CH2-. :Sfe{i-S-CH2-;R'' 
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YMi-NR«CO- (CH2) 0-2-x -NRGCO- (CH2) 0-2-W-. - 
NROCO-CH = CH-. -W- (CH2) i_5-NR°C0- (CH2) 0-2 



2) o-2-^ - (CHz) o-s-NR«-S02- (CH2) o-5-^ - (CH2) 0 
5 -s-SOz-NRO- (CHj) o-s-^ -NR»- (CH2) 0-2-^ -NRO- 
CO-NR°-s -NR°- C S -NR«-. -N = C (-SR°) -NR°-^ - 
NR°CSNR°CO-^ -N = C (-SR°) -NR°CO-, -NR''- (CH 
2) i-z-NR^-CO-s -NROCONR«NR''CO-. $fctt-N=C (- 
NR°R«) -NR<»CO- (iCtf. R°{i^n^tl$lll£UT7k^M^^*fctt^aM 

vi^'f;!/. B^$nTl^■c^)<tv^ 2 . 5 - f=-:t 7 x > ^Tzitmrn^nx 

V^ -C 4) J: V^ 2 , 5 - 7 ^ > -f ;i/ ; 
15 A^Sgtiit: 



; RSii7k*l?.^^*fcjS{gi0lT/W=3r/l' ; Q *3 i O* V « ^f^Sfi 5i L T - 
20 -S-, -NR^- (^4". R^(i7Kl^Ig^*fctteiilTyU^/U) . -^.^Sitt 

-CH2-;m{il. 2. Sfc(S3) -C^*:)$tl5S ; 

mm (. ) ttm-^o^tEi^itn^^^^mi^-r ; 



-W- (CH2) i-5-C0NR°- (CH2) 0^2-x -CONR°- (CH 
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XIII) X^ifiH: : 




(^■f. Eit- (CHz) 1-3 -O-CH2-. *fc«-S-CH2-:R 



5 io^x/R'nih^eiim^vxTi^mmi-. ®^$tfcv^xt> iv^ffii^rywdf/u, 

10 fPlfe. 

X I V) X 2*5^5 : 
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5 XV) Y2#-NHC0-, -CONH-, -NHCHg-s ^fctt-NHSOg 

-■e$).2>X I I) ~X I V) ©V^-rtt;4MC|5ic©<l:'g-#l> ^©ynK^yj/, 

XVI) Z^i^l, 4 -7 3i-i/>-c-fe'5X I 1) ~X I V) OV^-f tliJM^lSa^ 

XVII) A2^AS^ : - 

V<° . Vsf° 

15 C^l'. RNiTK^lg^^yttt^giKT/U'^yi' : Mfi- s -0-. -N (R<=) 

tfe^xi I) ~xvi) (OV^■ri^;^M::l5«©^b'&#). *o 

20 XVIII) fiS^;a5fS-§-©#^ES:^-rx I I ) ~xv 1 I ) rov^-f ixdMiilEit© 
X I X) -jJSS (III -A) : 



9 
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(in-A) 



YMi-NHCO-Sfctt-CONH-; 



a 



M 



^"tititmnm^} •^^^ti?)^t'km. ^(o-fuY'yvir^ 'b t (^s 

15 XX) -jiSSC ( I I I - B) : 

^ (m-B) 




20 
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XXI) XII) ~XX) (OUtntl'\Ztm(D<t^!^t:^^m^tLX^^t^ 

XXII) XII) ~XX) ®^^■rniPK:f3®©^b^tl^^^fiE^i: bx^^t 
XXI I I) XI I) ~xx) ®i^-rnA^tciam©<b^tr<£*Sb^^i: bt#* 

10 XXIV) XI I) -XX) (D^^tntf'izmmoit-^mi^mi&^tbx^^t 

XXV) ikmmmt:mmir^itib<Dm.M^m'ikir^tcit<Dxi i) ~xx) <Dv^ 

15 

XXVI) XII) ~XX) (D\^i'ti7i>\:imm<DMm<Dmm±^^^^^irm^ 

20 

)V\ h\-i.. ^^ll^^lS:l~80it^*fc{i5J-«^^<DifiB<^;K'fb*^S^^^1-S. 
^»JxL{^> p'^/l', 'TyT'ob'yU, n-::/^>'i'„ ■< Vf^ 

sec- ■f'f-JV, t e r t - -ff-f^. n V-^ Vf'/l', n e o 
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C 1 ~C 3 T^Udp-'ViJS^tf 

~C 6 T/l'^-/'l';a5*{f $6>{C0^b<». C 2 ~C 4 T;U'}r-/VijS^ 

f^yw, v'iJ' d:^-:J7 =?-/UijS*{f e>tLSo $J 4 L < « C 3 ~ C 6 i/^ o T/Udf/UidS^ 

20 

12 
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3 -7 xn^vrn .-^ 7 )]^ :>t^ )V {mx^t. 1 -±y ^ )l A 2 

5 

4) U<{iftfe©'V7^DT'J-;i/i:qJtg^i;±tOf£[S-C-iSi-&L"Ci>-Ct) 

. tji^m-Cf^-^Lo^o M^it. tfD'J;i/ l-UDU;v. 2-l^DiJ;i's 

3- i^DU;v)\ 7 u;v 2-7'j;w a - 7 u ^ 5^xx;i. 

a. 2-f-xx;i/, 3 -f^xr:;)/) , >f 5 {mXi£. 2 - ^ V^J 

4 - -f ^ ^rvf 'J , t^^^/U;!/ 1 - t7 ^; 'J ^i/s 3 - tf5 ^/ 'J . 
15 ^v^Tvf'j;!/ (i?9^«. 3 --f V5^T\/U;i/) X v=^r-t>-y u;i/ (08x.fi. 3 

-^^ v^itv^u;!/) . t^i)-'J^)ji m^it. 2 -;t=sp-y-^/'j;i/) s ^t^j^))v 
m^it. 2-^Tv^u;i/). If 'J it a > 2-if'Js^;i/s 3-ifUi?;i/> 

, lf7i^x;i/ (0iJx.tfs 2-\i7i^~)V) . lfij?i?x;i/ 
2 1; ^ i^x;i/, 4 -If i; 5 yx;i/) , tf'J^^x;!/ 3 - t 'J 

(^X-tt; 1, 3, 4 -:!$-^-^i^T^J V )V) s ^T'JT-J^))l (m^it. 1.3, 

(m^it. i--f>H'J;i/. 2--r>K'j;i'. 3 -w" > h . ><J^^/';;i/. 
25 3 -1' . {m^\t. '8-7-';x;i/) , 
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0)V m^it. 2-^y^)JV. y^^'J~)\^ m7L\t. 1 

)\^ {mx.i£. . ^i--)^)=.)\^ 2-^i-'J ^)-)\/).^ 

7 x:^> b ij 2 - 7 x ^ > h 'J i^r:;!/, 3 - 7 x ^ > b U 

T'J^);\/ (mXit. 2 -^>^J^T'JV )]/) . ^>'JyV)V (mxits 3-^> 

15 



14 
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X'UmL^^o mXti. ^T'J^) im^it. 2-^T'J^))ljt^JV) 

u^)'y=.)V^ 2 - t°D y v^zi/u) , fpyr^/i' (0!)x.,fiv s-fny^yv) , 
5: y:/ y -/u) . / y v^^^/i^ (Mx.{i, i - t-^y y v^^/V', 2-^7^ 

15 , f7/y-yi' (Mx.{i. f^yy^^^yw) , fc°-<yt?yw (M^fis t° 

'^yv'/, 2 - f'^ y i^>'i') , h°-:7i?-^i' (M;ttf, 1 - t'''<7i^--'^) , -< 

:^Ky-yi^ (M;trJ. i--ri^Ky=/v) , -r y-r k y (Mx:«, V y-r 
^Ky-z'V') , ^yujj^y^./u (M^{i\ ^/ujfjyy, 3 y -/u) , -yv 

f / ^TV—;v m7L\i^ SH-^>f / [ 1 , 2 - d ] =f-T:/—A^) . v?t K 
20 n-:^7 h^ry — (M:^:fS> 4, 5-v^kKn-:^7hCl, 2-d]^Ty 
. v't KD^TT-r'<:/yTXU'> (Mx.}f, 5, 6-v?t Kd-4H- 
3 -^T- 1 -Tif--<yy [e] TXl^V) , a > / y-/W (M XL , 
4H-:{'n;</ [4, 3-d] fTV-zV) , n p« y y->'V' (MX-li, 

4H-^^:J'D>y [4, 3-d] ^ry-/U) ^/J^i^ff 5c 

25 
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Uy, 1, 3-7ai=Uy, 1, 4 bttSo t< « 1 , 

^fefSc =f±y yyiy^y^fv^ f i; i^^vv^^yu^;!)^^^^* p> 

tlSo $P)lCpL<«. 2, 5 ^'v^.^^W, 2, 5 - 7 7 >'v?'f >'l'. 2, 
5 - t° y V i/'f iiS ^ ff P, tl. S o 

10 ;*:PJIie«4'. r#^#i^;i^Si;^yi.j tti, gfjis r#^5f ^j^^f^^^sj <^ 2 
/u^jjs^ff bixS.- 
^BJIffl^fv (i^^or/i'^yuV^jU] t\i. BtllS r^/j? p Tyw^Jf/i^j ©2ffi 

20 )]/:^^i^i3j\/ni=.ji. n--:f^j\^:t^i^i]Jl^^-)V. t - A :t ^ :^tj =■ 

16 
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n-ywiiJVt^l/s vya\i)i:^^^y, n-V9-)Vt^i^. 
5 s e c -:rf';v:t^i/s t e r t *'>^3&s^{f ^.n-So b <. 

10 {f&tl^o 

. ^mmn^s ^Ti/)V:^^iyj i:bTtt. T-fe ^ 7" d if :r - ;i/ ^ 

20 

ctV^Z ^ 7 j JfeSfflMfi. HUSB ^ ^WlT )\^ ^ A > HUlB Tr^^l/^^l/j . 

$n^^T^),fcV^T5 7 4S^■rSo 7'57. ^^;i/T$7. 

25 ^7, x^;i/^ $ 7 . x 5=- ;i/ T 5. 7 . ^>i;;i/T^7. 5; 7 , 
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ix ^ o 

p<>'U;^77°h. '(SJ^T>'V':^/wg^;i-, /^D'/:^, -hn, ^/i^*' 

15 iy impiti. 7*:=^;u:t=3f-V) , 7 ^ ^ /i- :t (^J^{^, ^> i^/i':t^'y) . 
= N-o- (Ti^yu) ^^^^{fPjtts. cixe>*i. ±-C0qJtl^fiig-e.i ffliji± 

18 
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J^^n-ri^T*) J;v^7 V ^gJfe$n■rv^•c^> .fcv^'NT-DZ ^ rg 

iSiiiT/U'Sf-yl', t Kn:SfV. iSSlT/V^^W:*-^ T 7 yl' ^ :^ =^ . ^ /V'* 

iiT>'U=^yi';^/u^:=^>'W, ^r-^yj. rys, -n = n- (M^^ tLTv^■c t> J; 

rglfe^n-Cl^T* iV^^xDT 'J 1/ >j . ^gg|$tl■rV^•C^^ J;V^2 , 5 - If 

25 1>T* ■tV> 2 , 5 -77>i^-r;i'j\ TgJ^ ^ V^ T J: 

19 
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15 3 x=;i/v 4 - ^ ^^•^'l' 7 x 3, A-^J:/.¥)^^y 

X— 4 - x:=.;i/, 4 - t - 7'^;i/7 xr:;v^ 4 - n - 7'^;i/7 x r: 

4 - n -'\ + i/;i/7 xr:;i/, 4 - n - ^ f-^V 7 x 3, 5-5^-t- 

T'^^W- 4 - t HD:iFi^7xn;i/, 4 - X. 5^ ;i/ ;t + 7 x 4-7v'l/:tD7 
X— 3, 4 - y> D D 7 x=.;Vs 3 , 5 - i?;^ D D 7 x=;i/^ 4-3— K 7 

20 X— 4 - h >J 7;i':t D;!<f-;i/7 x:=:;i/, 4 -;>{f-;uf^;r 7 x=;i's 4-7x 

— 7 x-;^^ 4 - 7 xn;i/7'\/7 xr:;V. 4 - 7 x — ;i/ 7 x r^;!/, 

2-:>-75^;i/. ^^Vi^^r^f V u;!/ m^\t. 1, 3 -^>V^i^:t^y I? 

20 
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5 / ;<;/P;j?=>'W. TV/i', 4^>'V'5/W'v 7 v', Sife^ ttT v>-C 4> J: v 7 

^wTya§fAsp(f ?>n4o ifti/<tt> iSilT;!/:^;!/. timer )-\^^)\/t^^y. 

3 5=->'l/7 x:^;i/, 4 - ^ ^^^b^ x::::;V^ 4 - t - 7f^;i/ 7 x — 4-n- 

15 '^>f-;V7 xn;!/, 3 -p</?-;i/;t^i/7 x:i;i/, 4 -^5^;i/*^$/7x:z;i/, 4 
-*;i/jjt^J/7 x=.;i/, 4 -;?«f-;i/:t^i/*;i/s}t-->l/7 xr:;i/, 4-xf;i/:t* 
i/3b;i/7|^n;i/7 x=.;i/, 4 --f V 7*0 tf;i/:t^5^*;i'5jt=;i/, 4 - n - T'f-;!/:^ 
4 - t - 7f-;i/:;t^i/*;i/^-;i/s 2 - 7 d 7 x 3 
-7;i/:tD7xn;i/^ 4 - 7;i/:t D 7 x=.;v^ 2, 4 - 7 d 7 x 2, 

20 6 -y7;V:^-D7xr.;V', 3. 4 - i> 7 d 7 x = 2, 4, 5-bU7;i' 
:t07xr:;i/, 2, 3, 4, 5, 6 -•^ ^iJ' 7 D 7 x 4 - -J^ D D 7 x 

r:;i/, 2, 4 - ^ D D 7 x 3, 4 - ^ D D 7 x 3, 5 - D 

D7x=.;i/, 3 -::^D^7 xn^l/, 4 - :/D^ 7 x,-;i/, 4 -3- K7 x:z;i., 
3 --7;i/:to - 4 -;>{f^;i';f ^'>7x-;i/, 3 - b 'J 7;i/:t D 7 x 

26 4 - h 'J 7;i/5r D > 5=->'l/7 X 2 - h 7 D ^ ^ S/ 7 x - 4 

-T-fe^;i/7 i y 7 xrz;i/, 4 -T 5 > *;i':J^-;V7 x-;i/. 4-N-^5^;i/7 



21 
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^ > *;l/5p-;l/7 xn;K 4-N, N-i> yi^}]/T I y itl}V-n'^=-)]/. 2--bD 

U J:tJfX jbS* s f■{l^$^^-^:v^-^:t)<J:^^ 5g^7^DTU-;^J ©gm^fcU 
20 -C{4, fii«l$n-Ci^T* J;V^'l£iS^Ty^=^ry^. ■(SiaTyu>5-:^yV' =CH- 
CH3) ^ '&.^T t KndE-->, ^£iSTy^^y^:t^v'. :^)\^iozrv^ '(g 
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xnTU-zU 2-t°Vi>^J^. 3-^:n 

— yv/, 5 -7« f^/Uh'y i/l^- 2 5 - i!' n D^3^:7 3l i^- 

= N-o- (Tv/w) «?As^{f f,n5o »*t<^i^ {im$n-ci>'r*) j;t>ess 

J;V\7x^;i/. ^7^DT'J-;^^ =N-0- (Tiy/P) tl o 

15 . El®©fa#)ilft§g 

0 2 : eiiiiiii{3*igw<b^tr<z)ig^, mM^m^^maymt>L\yt:.m%^-^>L ^. 

20 *^B^^b^tJi::<t-5 t h TP0§g«c*l6]lbfct h TPO «c#<4i9Blia»088IISli 
Lfe^7 7T'fe^o S^lith TPO MAti-fb-^tJCB-i?) 
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(B-17)m: -5 5^ U -C l^ S o 

5 flSti5i^/T^Ufc^v7-Cfe-5o e^ttt h TPO t J:SJfE;§?£.H^Iiv>>:;^ TPO 
18 §^ ^ H J£ -r 6 * o ^ S © ^ 

*^B<a^b^^ (I) its v^ToAmtfi^cm. ^xzj^mu<i>:^m-T:-^^t^z- 

10 ilA^T-t-So $fc. wo 9 7/0 5 1 3 5 *5cfcU^WO 98/39737 ICgBfiCD 
S i: ® S ^fc ^ CI i: J: o -c * fig f -2) c t AS # ^ 0 



20 



(ASi) 

12 ^ ^^^^^ 12 ^2X|§ 

(IV) (V) \lJ 



HOOC— 2^'"^^'^ »► X^-NHCO^:^''''^*V~N 

(VI) (vn) (i-A) 



1 x^) 
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«b^t> (IV) )^iiif^^ntLxmmi-io 

ih^m (-1 V) (i, WTt^t i) ~3) o*r^6{r«t t) i:t»ft*o l) 

n^^^bSJfStcicfc D Swe r n^^b^ Dess -Marti n^-fb^) . 

T)^y^)^:^^i/i3)\^7r^-)\^ii^UT)]/7'\iY^^t^it'^m (IV) '>.i:^<o 
*xg{ix T;i/7^t H^^iifi: ( I V) s 2 , 4 -^T-J^) i^>i?^ymhU.f!t^ 
10 $ -i, d i: J: >3 . '^>i^';x>si^^*<&f«-i.x^-r'fe.5o -fb-^^ (IV) 
>-tf.>. h;i/i>^0?g^it>. i^^*5cfci;ftf'<.u e^><&Mi«o#ltTx 2.4- 

f#-S^i:#T?t« (^^^.7 x4>-'!^-'l/ (Knoevenagel) MfS) o 

Protective Groups in Organic Synthesis, Theodora W Green (John Wiley & 
(^2xg) 

(V) ^fei^^itx m^^<0#:&T-eMJ5B$-B-^C i:(::<t D *;i/^>^SI^i!»: (-fb 
(V I ) ) :^mi^tifiX^%o 

25 imsjim) 

2tcxg«. (VI) i: T 5 vfl^i*: (V I I ) ^, SttJi;^ 

25 



wo 01/07423 



PCT/JPOO/04909 



mmf^ ( I -A) =Sr#5I®T?fcSc x t h^uyy^^ v^^^-y- 

v?^ n o ;>« 2? i^, h>'U3iV, ^^--tf -eft totbSo S'l±:3^X7^yU 

tJ'ny K^WHi: L,T®il<D;«7^WjJ?:^KSr-l.S^:? D y K <!: 1" 5 i: {J: J; >9 =?t 5 

7r--t:^fk\^x.^x%im^:LtifiX'^^, i) x ^ ;j^Sife$ tiT v^r t> J; v^t y - 
15 /^4:fcl4g^$^^-CV^T't><tv^T y-/w^-C-fe>P^ d»ol^e»S>jsr y -/w*3 J; 

2oc5S^^-rS'fl:-g-!^ (VI I) ^#5 - ir;aST-# So 2) X3;6sg^$|x-c 
v>-C'b J;v^9^T/-y^X'fe5#-g•«. Tl2©;^j2felc: J; t) 'fk'&i^ (v i i ' ) 



20 



" ,.J^^ 

(vm) (K) (viT) R^' 
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(^IXS) 

10 ;i i -e t 5 „ 

(Bffi) 



HOOC— 2? 

(VI) (X) 



|g 3 XfS 

H2N— Z^'^^'^ ► X'-CONH— Z^'''%^-N 

X^-COCI 

(XT) (XD) a-B) 

15 d-^ = >'^) 

(mixg) 

3ti:xm«. ;<7>'WjK=if ->i^B o c -ei%a$H:/tT 5 / {i^Jfe-rsxg-CfeS. 00 
;ttf, ;<7/i//J>*de v'ilr^f S-fk-g-ti (IV) v^;/ T ^ K, 
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(M2Ifl) 

3|s:lS{:iBo cWEiSSISrff^X^-CfeSo Protective Groups in Organic 
5 Synthesis, Theodora W Green (John Wiley & Sons)^k:|Bf^® :;5?* -5 Z ttfi 
Tr^^o M^ii. it-^<^ (X) 4 h 'J 7;i/::tDi^^T-5fl.ai-^C ct D Bffit 

(^3Xa) 

(C^) 

(xm) ^ ^ (i-c) 

(^'P. A\ X\ Z\ *5J;t>-Ha HtmmtmMm) 

15 3^x®tt, A^ife{c|2i^$^^•cv^5'^b-a:ifeI (V I ) ®g?/NDyi>>fb;i^ (x i i i ) 
r:^^^"j'A-f' y^;d-^>'7^- h-C^SUs B(ifB®^b-&i^ (VII) tRit^ 
z i le: J; •? Be<]i:-t-5^e-g-!tfei (l-C) '^t^<lg-Cfc5. 

Y » -C O N H - , -NHCO-, *3j;t>*-NHC (=S) NHC ( = 0) 
20 -■C'^j^v^-^^ (I) X'mi^^ti?>it^^\t. 8tiaroAfe~cfe,!: |B]#OS^^^Sr 
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5 



Alk ^^^^^^ Alk 




-s o 



R^ 



(A^, Z'. R''. R^. *3 j;t>*fiS^«HiilSi: I1S^> A 1 k fii&i^T^U^Sr/U) 
-iK^ (I) > (II), (I I I) iCid\,^X^mi)^^^'^<D^tE^7jk't 

o 

SO 



10 (^4", x\ Y\ *3 J;t>*Z MimiIBi HS^) 
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5 1-5^rife*3 J;T>*iliigi-6;^&», 'B'Jx.ffD e s i g n of Prodrugs, 
Elsevier, Amsterdam 1985 IBit $ tuT S » ^^'^M'it . 

;:^X/V'. n -:/^>'Ua:>^x>'W, ^ )/ rf ^ )\^:3:^7.y- ^ t e r t - r^-^-yVa: j?^ x -'I', 

r <!: {cMig^tvST V/i';*-=^i^^«*ji:© J; 5 ''jJT'o K 7 5^ ^^dS^»J^ ^ ixSc 
K9y bT#{c:$T* L-V>T v'/Usl-df LXiS, - OCOC2H5. - OCO 
(t-Bu) , -OCOCigHai. -OCO (m - C O O N a - P h ) . -O 
COCHjCHaCOONa, - OCOCH (NH2) CH3, - OCOCH2N (C 

20 H3) ^m-h^m-fh^^.i^mmt^m-h^r%/^^^-r^^^\i.^ T%jm^^ 

r 5 -f k i ii ^ Jic ^ ^ ^ D y V k ife) * fc « jS ^ '•j^ ^1 ^ ^ tK ti <t ^^ S $ -It s r 

y^^iLT^JZl^^bV^T^Kibtfi. -NHCO (CHa) aoCHg, -N 
HCOCH (NHj) CH 3«?^5^{f f>tL5o 

25 
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(D^^^^iz^(^mm\zmvrzmir^m. i^^m. mmm. mmm. mMmm<Dmm 

15 

ifi. ^xizmoxtk-^t ^m-^. mno . i ~ i o o mg/kg/at-feDs u 
< (i 1 ~ 2 0 mg/kg/ a -e S o 

M e : 
25 E t : 3L^)V 

^ P r : -I* V^D 
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"B u : n - 

* B u : t e r t -^f-;!/ 
^ B u : V 

"Pen: n -'^vV;!/ 
5 "H e X : n -'s^S/;!/ 
• "Oct.: n 
P h : 7 xn;i/ 
B n : 

B z : ^ > "7 ;i/ 
10 P y : U U 

A c : T-fe^'-;!/ 

B o c : t -7"^;i/:t:^'>*;i/5j?:i;w 
DMF : i:;^^;i'*;i/A7' 5 H 
DMSO : yp<^;»/y^;i/*=^i/b- 

15 
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^ })/=r\L ^;i/(25g). Dyn>(23.3g)<fe h ^l/ > f;: ?55 b . 

5 1 Mtf'^ 'J i>* >- h ;i/3i>^§M(6.2 ml)*J 1 Ml^^- h ;VJi>^?g(6.2 ml)4 
*P^^ -^F^i^MAPflftUfco tfeiS^S«ISlb^ -(1:^^(2)$ 34.6 g 

iH NMR(DMS0-d6, 6 ppm) 13.18 (bs, IH), 8.07 (d, 2H, J = 8.7 Hz), 7.73 (d. 2H. 
J = 8.7 Hz), 7.68 (s, IH), 3.88 (s. IH). 

10 

(^2im) 

it-Br^iZ) (34.6 g)^ v^;d-^f->(160 ml), ilP^(250 ml)i3j;0?6N^®g(88 ml) 
120'CT'5^ra3!JP^SiiLfc„ 7K(350ml)S:*Px, ?&inmiSil <^ 5ii 
-fk-g-iJ^O)^ 30.0 g#fc. 
15 iH NMR (DMSO-de, 6 ppm): 13.95 (bs, IH), 13.24 (bs, IH), 8.06 (d, 2H, J = 8.4 
Hz). 7.72 (d, 2H, J = 8.4 Hz), 7.69 (s, IH). 
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5 -fbi^Jiiftil-ar-f t-^0**fflV^fc„ ;^7/UjJ>*vMiS<bi|!fei(286 mg). m4XmX'^f^ 

i2ml)^m^±^ \^ftf^^B>kUm Vito DMF X-nt^^ LX ^t^miA-l)t 220 mg 

10 iH NMR (DMSO-de, 6 ppm): 13.94 (bs, IH), 12.93 (s, IH), 8.23 (d, 2H, J = 8.5 
Hz), 8.21 (d, IH, J = 2.1 Hz), 7.91 - 7.97 (m, IH), 7.93 (s, IH), 7.76 (d, 2H, J = 
8.5 Hz), 7.73 (8, IH), 7.70 (s, IH). 

15 3', 4'-->'^ o n T-fe h 7 / (5) (5.67 g)ff> 10%?^ ^ / —/l^- ^ u a^/U 
A^?«{C^5|f(1.52ml)<lr*P;t^3ff©fe-asm^;5^-C^®-CSIJ$U;fco mm^^mSE 

m^v. y ^rf^uT (2.28 g) ^mk.. 2 ^mmmmm 

20 'fb-&tl(4)^ 3.38g»fco 

iR NMR (CDCb 6 ppm): 7.89 (d, IH, J = 2.2 Hz), 7.69 (dd, IH, J = 8.5 Hz, 2.2 
Hz). 7.43 (d, IH, J = 8.2 Hz), 6.74 (s. IH). 5.06 (bs, IH). 

it^^(A-2)'-'it'^i^(A-73)^mmm i \:imi^<D:^^tmm<D:^itx^^Ltco 

25 
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R8 ' 




iH-NMR (8) ppm 
(DMSOd-6) 


2 


A-2 




H 


13.90 (bs, IH), 12.94 (s, IH), 8.25 (d, 
2H, J = 8. 1 Hz),7.96 (d, IH, J = 6.9 
Hz), 7.77 (d, IH, J = 8.1 Hz),7.73 (s, 
iH) 771fe IH) 7 46ft.2H J=7 5 
Hz), 7.35 (t,2H, J = 6.9Hz) 


3 


A-3 




H 


13.95 (bs, IH), 12.92 (s. IH), 8.24 (d, 
2H, J = 8.1 Hz),7.97 - 8.02 (m, 2H), 

7.70 (s. IH), 7.26 - 7.31 (m. 2H) 


4 


A-4 


Br-f\- 


H 


13.90 (bs, IH), 12.95 (s, IH^, 8.24 (d, 
2H, J = 8.4 Hz), 7.92 (d, 2H, J = 8.7 
Hz') 7 80 1H» 7 76 M 2H J = 8 4 
Hz), 7.70 (s, IH), 7.66 (d, 2H, J = 8.7 
Hz) 


5 


A-5 


C\-f\- 


H 


13.90 (bs, lH), 12.92 (s, IH), 8.24 (d, 
2H, J = 7.8 Hz), 7.98 (d, 2H, J = 8.7 
Hz) 7 7d(s IH) 7 76('d 2H J = 8 4 
Hz), 7.71 (s, IH), 7.52 (d, 2H, J = 7.8 
Hz) 


6 


A-6 


Me-^- 


H 


13.92 (bs, IH). 12.89 (s, IH), 8.25 (d, 
2H, J = 8.2 Hz),7.76 (d, IH, J = 8.2 
Hz), 7.71 (s, IH), 7.26 (d. 2H, J = 
8.5 Hz), 2.34 (s,3H) 


7 


A-7 




H 


13.90 (bs, IH), 12.95 (s, IH), 8.26 (d, 
2H, J = 8.4 Hz),8.06 (d, 2H, J = 7.5 
Hz), 7.92 - 8.12 (m, 8H), 7.47 - 7.52 
(m, 2H), 7.36 - 7.41 (m, 2H) 


8 


A-8 




H 


13.90 (bs, IH), 12.88 (s, IH), 8.24 (d, 
2H, J = 8.4 Hz),7.89 (d. 2H, J = 7.8 
Hz), 7.76 (d, 2H, J = 7.8 Hz), 7.70 (s, 
IH), 7.55 (s, IH), 7.01 (d, 2H, J= 8.4 
Hz). 3.80 (8, 3tD 


9 


A-9 


NO2 


H 


13.90 (bs, IH), 12.93 (s, IH), 8.21 (d, 
2H, J = 8. 1 Hz), 7.94 (d, IH, J = 7.5 
Hz), 7.79 - 7.83 (m, 2H),7.75 (d. 2H, 
J = 8.1 Hz), 7.70 (s. IH), 7.61 - 7.66 
(m, IH), 7.59 (S, IH) 


10 


A-10 


t-Bu 


H 


13.85 (bs, IH), 12.30 (s, IH), 8.21 (d. 
2H, J = 8.1 Hz), 7.73 (d. 2H, J = 8.1 
Hz), 7.70 (s, IH), 6.84 (S, IH), 1.31 
(S.9H) 
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2 



mmm 


#^ 






iH-NMR®ppm 

(DMSO d-6) 


11 


A-11 




H 


2H, J = 8.5 Hz),7.87 (d, 2H, J = 8.5 
Hz), 7.75 (d, 2H, J = 8.5 Hz),7.72 (s, 
m, 7.65 (s, IH), 7.47 (d, 2H, J = 8.5 
Hz), 1.32 (s, 9H) 


1 o 






TT 
±1 


13.97 (bs, IH), 13.00 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz),8.08 (dd, 4H, J = 
ly.Ji rlz, o.O rlz), 7,94 (8, In), 7,76 
(d, 2H, J = 8.5 Hz),7.72 (s, IH), 3.81 

(s,3H) 


13 


A-13 


n-Pen-^^ 


H 


13.88 (bs, IH), 12.91 (s, IH), 8.24 (d, 

our T ~ o c xj«.\ n 0/2 /a ott t _ 0 1 
zH, J = 0.5 rlz), 7. op (d, 2ti, J = 8.1 

Hz), 7.76 (d, 2H, J = 8.5 Hz),7.72 (s, 

IH), 7.64 (s, IH), 7.27 (d, 2H, J = 8.1 

Hz), 2.60 (t, 2H, J = 7.8 Hz), 1,60 (q, 

2H, J = 6.6 Hz), 1.27 - 1.36 (m, 2H), 

U.o / (t, orl, J — D.b rlz) 


14 


A-14 


°2N-0- 


H 


13.90 (bs, IH), 13.05 (s, IH), 8.34 (d, 
2H, J = 8.5 Hz), 8.24 (t, 4H, J = 8.2 
Hz), 8. 10 (s, IH), 7.77 (d, 2H, J = 8.5 
rlz), 7.71 (8, 1x1) 


15 


A.15 




H 


13.92 (bs, IH), 12.99 (s, IH), 8.23 (d, 
2H, J = 8.5 Hz),7.75 (d, IH, J = 8.5 
Hz). 7.71 (s, IH), 7.64 (s, IH), 7.44 
(d, IH, J= 4.1 Hz), 7.14 (d. IH, J = 
4.1Hz) 


16 


A- 16 




H 


lo.9U (bs, IM), lz.9d (s, lU), 8.24 (d, 
2H, J = 8.5 Hz), 7.84 (bs, IH), 7.76 
(d, 2H, J = 8.5 Hz), 7.72 (s, IH), 7.61 
- 7.62 (m, 2H), 7.56 (s. 2H) 


17 


A- 17 




H 


13.95 (bs, 115, 13.00 (s, IH), 8.65 - 
8.67 (m, IH), 8.26 (d, 2H, J= 8.4 
riz^,o,Ui7 - o.iz v.ni, iri^, /.ou - o.uo 
(m, IH), 8.03 (s, IH), 7.78 (d, 2H, J 
= 8.4 Hz), 7.70 (s, IH), 7.55 (s, IH), 
7.73 (s, IH). 7.43 - 7.47 (m, 3H) 


18 


A-18 




H 


13.01 (s IH) 922 (d IH J = 21 
Hz), 8.62 (dd, IH, J = 5.1 Hz, 1.2 
Hz), 8.45 (d, IH, J = 8.4 Hz),8.25 (d, 
2H, J = 8.1 Hz), 7.98 (s, IH), 7.77 (d, 
2H, J = 8.1 Hz), 7.72 (S, IH), 7.64 
(dd, IH, J = 8.1Hz,5.lHz) 


19 


A- 19 




H 


13.15 (s, 1H),8.92 (d, 2H, J = 6.3 . 
Hz), 8.56 (s, IH), 8.40 (d, 2H, J = 6.3 
Hz), 8.25 (d, 2H, J = 8.5 Hz), 7.77 
(d. 2H, J = 8.5 Hz). 7.72(8, IH) 



36 



wo 01/07423 



PCT/JPOO/04909 



3 



mmm 


## 


R6 


R7 


iH-NMR(5)ppm 
(DMSO d-6) 


20 


A-20 




H 


13.93 (bs,lH), 12.93 (s, 1H),8.23 (d, 
2H, J = 8.4 Hz), 7.93 ■ 8.01 (m, IH), 
7.82 (s, IH), 7.80 - 7.82 (m, IH), 7.76 
(d. 2H. J = 8.4 Hz). 7.71(8. IH) 


21 


A-21 




H 


10. £1 / ^DS. lo.uu ^0. 1x1^.0.^0 yui, 
2H. J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (s. IH), 7.64 (s, IH), 7.41 
(d, IH, J = 3.8 Hz), 7.24 (d. IH, J = 
3.8 Hz) 


22 


A-22 


H2N 


H 


13.94 (bs, IH), 12.97 (s, IH), 8.25 (d, 

OT4 T — ft ^ VfrA Q HA {f\ 9W T — ft 7 

Hz), 7.96 (d, 2H. J= 8.7 Hz), 7.99 
(bs, 2H), 7.88 (s, IH), 7.77 (d, 2H, J 
= 8.5 Hz), 7.73 (s, IH) 


23 


A-23 


MeHN 


H 


13.94 (bs, IH), 12.97 (s, IH), 8.25 (d, 
Zri, d — 0.0 iiz^, O.U4 (a, ZH, 0 — 0. # 
Hz), 7.96 (d, 2H, J = 8.7 Hz), 7.99 
(bs, 21^, 7.88 (s, IH), 7.77 (d, 2H, J 
= 8.5 Hz), 7.73 (s, IH), 2.81 (d, 3H, J 
= 4.2 Hz) 


24 


A-24 


Me2N 


H 


2H, J = 8.5 Hz), 8.01 (d, 2H, J = 8.2 
Hz), 7.82 (s, IH), 7.77 (d, 2H, J = 8.5 
Hz), 7.72 (s, IH), 7.49 (d, 2H, J = 8.2 
Hz),2.98(s,6H) 


25 


A-25 


i-Pr-O ^==^ 


H 


13.90 (bs, IH), 13.01 (s, IH), 8.25 (d, 

9M T — ft M-yN ft ySi ftl9/'TTi /4TT\ 

7.93 (s, IH), 7.76 (d, 2H, J = 8.5 Hz), 
7.72 (s, IH), 5.16 (quint, IH, J = 6.0 
Hz), 1.35(d,6H, J = 6.0Hz) 


26 


A-26 


H)- 

n-Bu-O 


H 


13.92 (bs, IH), 13,01 (s, IH), 8.25 (d, 

9W .T = S4H7^ Sn^l.ft19('m d'PTl 
^o^, 0 — o.*» ri^^, o.wo 0.1^ 

7.93 (s, IH), 7.77 (d, 2H, J = 8.4 Hz), 

7.72 (s, IH), 4.30(t, 2H, J.= 6.6 Hz), 

1.67 - 1.76 (m, 2H), 1.41 - 1.51 (2-m,. 

2H), 0.95(t.3H. J = 7.2Hz) 


27 


A-27 




H 


13.05 (s, IH), 9.16 (s, IH), 8.80 (d, 
IH, J = 7.8 Hz), 8.24 (d, 2H, J = 8.4 
Hz), 7.16 (s, IH), 7.90 (d, IH, J = 8.7 
Hz), 7.77 (d, 2H. J = 8.4 Hz), 7.72 (s, 
IH). 2.74 (d.3H) 


28 


A-28 


-CH2C00Et 


H 


13.94 (bs, IH), 12.82 (s, IH), 8.21 (d, 
2H, J = 8.7 Hz), 7.74 (d, 2H, J = 8.7 
Hz), 7.71 (s, IH), 7.08 (s, IH). 4.09 
(q, 2H, J = 6.9 Hz), 3.75 (s, 2H), 1.20 
(t3H. J = 7.2Hz) 
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4 







R6 




iH.NMR(5)ppm 
(DMSO d-6) 


29 


A-29 


MeOOC*^ 


H 


2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (s, IH), 7.22 (s, IH), 7.09 
(q, IH, J = 6.9 Hz), 3.68 (s, 3H), 1.89 
(d,3H, J = 6.9Hz) 


30 


A-3p 


EtOOC^ 


H 


13.94 (bs, IH), 13.23 (s, IH). 8.24(d, 

2H, J = 8.1 Hz), 7.71 (s, IH), 4.46 (q, 
IH, J = 7.2 Hz), 2.10 (s, 3H), 1.35 (t, 
3H, J = 7.2 Hz) 


31 


.A-31 


OX 


H 


13.90 (bs, IH), 13.08 (s, IH), 9.64 (d, 

1 14 T — 9 1 V(ri\ Q 1 A /'o 1 TT\ Q 97 M 

2H, J = 8.5 Hz), 8.20 (d, 2H, J = 8. 1 
Hz), 8.17 (s, IH), 7.92 (td, IH, J = 
8.7 Hz, 1.8 Hz), 7.76 - 7.81 (m, 3H), 


32 


A-32 


Q- 


-COOEt 


14.04 (bs, IH), 13.30 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz), 7.73 - 7.76 (m, 4H), 
7.70 (s, IH), 7.44 - 7.46 (m, 3H), 4.22 
(q, 2H, J = 6.9 Hz), 1.23 {t, 3H, J = 

C Q ■U,,\ 
D.«7 xlZ^ 


33 


A-33 


O- 


-COOMe 


13.97 (bs, IH), 13.31 (s, iH), 8.24 (d, 
2H, J = 8.4 Hz), 8.76 (d, 2H, J = 8.4 
Hz), 7.73 - 7.76 (m, 2H), 7.70 (s, 
IH), 7.44 - 7.46 (m, 3H); 3.75 (s. IH) 


34 


A-34 




-CH2C00Me 


13.88 (bs, IH), 12.89 (s, IH), 8.24 (d, 

9M T — Jl Virr\ 7 9XJ T — Q K 

Hz), 7.71 (s, IH), 7.60 - 7.63 (m, 
2H), 7.38 - 7.51 (d, 3H), 3.99 (s, 2H), 
3.68 (s,3H) 


35 


A-35 


o- 


•(CH2)2C02Me 


13.93 (bs, IH), 12.80 (s, IH), 8.22 (d, 
2H, J = 8.5 Hz), 7.76 (d, 2H, J = 8.5 
Hz), 7.71 (s, IH), 7.46 - 7.51 (m, 
2H), 7.46 - 7.51 (m, 2H), 7.36 - 
7.42 (m, IH), 3.6 (s, 3H), 3.17 (t, 2H, 
J = 7.4 Hz). 2.72 (t, 2H, J = 7.4 Hz) 


36 


A-36 




-(CH2)2C02Et 


13.93 (bs. IH), 12.80 (s, IH), 8.22 (d. 
2H, J = 8.5 Hz). 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (s, IH), 7.46 - 7.51 (m, 
2H), 7.46 • 7.51 (m, 2H), 7.36 - 
7.42 (m, IH), 4.05 (q, 2H, J = 7.1 
Hz), 3.17 (t 2H, J = 7.4 Hz), 2.72 (t, 
2H, J = 7.4 Hz), 1.16 (t, 2H, J = 7.1 
Hz) 



wo 01/07423 



PCT/JPOO/04909 



5 





#^ 


R6 


BP 


iH-NIV[R(8)ppm 
(DMSOd-6) 


37 


A-37 




CH3 


13.90 (bs, IH), 12.80 (s, 1H),8.22 (d, 

Hz), 7.72 (d, 2H, J = 8.2 Hz), 7.71 (s, 
IH), 7.53 (d, 2H, J = 8.2 Hz), 2.51 (s, 
3H) 


38 


A-38 




Et 


13.87 (bs, IH), 12.76 (s, IH), 8.22 (d, 

9H .T — « \4'7\ 7 7^; ('H 9R T — 8 R 
An, ej — 0,0 n/i/f 4 . i 0 atl, cJ — 0.0 

Hz), 7.70 (s, IH), 7.62 - 7.65 (m, 

2H), 7.45 - 7.50 (m, 2H), 7.35 - 7.40 

(m, IH), 2.93 (q, 2H, J = 7.7 Hz), 

1 29 Ct W J = 7 7 Ht^ 


39 


A-39 


Me 


O2N-Q- 


13.93 (bs. IH), 12.98 (s, IH), 8.30 (d, 
2H, J = 9.0 Hz), 8.23 (d, 2H, J = 8.2 
Hz), 7.79 (d, 2H, J = 9.0 Hz), 7.75 (d, 

IH) 


40 


A-40 




H 


13.92 (bs, IH), 12.76 (s, 1H),8.19 (d, 
4H, J = 8.8 Hz), 7.72 (d, 2H. J = 8.2 

Hz), 7.05 (s. IH), 4.17 (s, 2H) 


41 


A-41 




Me 


13.15 (s, 1H),8.92 (d, 2H, J = 6.3 
Hz), 8.56 (8, IH), 8.40 (d, 2H, J = 6.3 
Hz), 8.25 (d, 2H, J = 8.5 Hz), 7.77 


42 


A-42 




COOMe 


13.90 (bs. IH), 13.81 (s, 11©, 8.24 (d, 
ZH, J = 8.7 Hz),7.80 - 7.84 (m, 2H), 
7.75 (d, IH, J = 8.7 Hz), 7.70 (s, IH), 

7 9R . 7 '^9 /m 9TT> 7R /'c ^TT\ 


43 


A-43 




CH2CH2CI 


13.92 (bs, IH), 12.86 (s, IH), 8.22 (d, 
2H, J = 8.5 Hz), 7.75 (d, IH, J = 8.5 
Hz),7.71 (s, IH), 7.65 - 7.69 (m, 2H), 
7.28 - 7.34 (m. 2H). 3.91 (t, 2H, J = 
6 6 Hz) 3 33 Ct 2H J = 6 6 Hz^ 


44 


A-44 




Me 


13.92 (bs, IH), 12.81 (s, IH), 8.22 (d, 
2H, J = 8.5 Hz), 7.74 (d, 2H, J= 8.5 
Hz), 7.70 (s, IH), 7.52 • 7.63 (m, 
2H), 7.28 - 7.34 (m, 2H), 2.38 (s, 3H) 


45 


A-45 


O- 


CX)N(Me)2 


13.96 (bs. IH), 13.15 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz), 7.77 (d, 2H, J = 8.5 
Hz), 7.23 (s, IH), 7.65 - 7.69 (m, 
2H), 7.37 - 7.51 (m, 3H), 2.97 (s, 
3H),2.67(s,3H) 


46 


A-46. 




CONH2 


13.94 (bs, IH), 13.10 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz), 7.72 - 7.81 (m, 5H), 
7.52 (bs, 2H), 7.41 - 7.49 (m. 3H) 



wo 01/07423 
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6 



mmm 


## 


R6 




iH-NiV[R(5)ppm 
(DMSO d-6) 


47 


A47 




CONHMe. 


2H, J = 8.5 Hz),8.18 (q, IH, J = 4.7 

Hz), 7.76 (d, 2H, J = 8.5 Hz), 7.71 - 
7.74 (m, 3H), 7.37 - 7.48 (m, 3H), 
2 71 (A W ^=AlVli\ 


48 


A-48 


Or 


*.CH2- 


13.95 (bs, IH), 13.00 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (s, IH), 7.56 - 7.60 (m, 
2H), 7.36 - 7.41 (m, IH), 7.23 - 7.29 
(m, IH), 3.92 (s, 2H) 


49 




Q- 

* 


♦ -(CHiOs!- 


lo.sz (.OS, itl^, iz.ou (.8, Itl;, 0.^4 (.d, 
2H, J = 8.5 Hz), 7.72 - 7.77 (m, 4H), 
7.18 ■ 7.32 (m, 3H), 2.96 - 3.05 (m, 
4H) 


50 


A-50 


Or 


*-(CH2)3- 


13.89 (bs, IH), 12.76 (s, IH), 8.23 (d, 
Zrl, d = o.O Hz), 7.99 (a, In, J = 7.1 
Hz), 7.75 (d, 2H, J = 8.1 Hz), 7.71 (s, 
IH), 7.19 - 7.34 (m. 3H), 72.96 (t, 
2H, J= 7.1 Hz), 2.78 - 2.81 (m, 2H), 
2.07 - 2.15 (m,2H) 


51 


A-51 


er-Q- 


CH2CH2a 


ld.95 (bs, IH), 12.9U \B, IH), 8.22 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (s, IH), 7.66 - 7.71 (m, 
2H), 7.57 - 7.62 (m, 2H), 3.91 (t, 2H, 

T — A A Q QQ (i- O'PT T — C fi 1^fr\ 

eJ — O.O nzj, o.oo zri, u — d.cJ xiz^ 


R9 




ArHN— ^ 


XI 
JX 


13.99 (bs, IH), 12.92 (s, IH), 10.03 
(8, IH), 8.24 (d, 2H, J = 8.5 Hz),7.88 

(A OVi T — ft »; HiN 7 71^ 9H T — 

8.5 Hz), 7.72 (s, IH), 7.66 (d, 2H, J = 
8.5 Hz), 7.59 (s, IH), 2.07 (s, 3H) 


63 


A-53 


F3C 


H 


13.98 (bs, IH), 12.95 (s, IH), 8.33 (s, 
IH), 8.25 (d, 2H, J = 8.5 Hz), 8.23 - 

2H, J = 8.5 Hz), 7.69 - 7.72 (m, 3H) 


54 


A-54 


H 


c,-Q- 

CI 


13.90 (bs, IH), 8.22 (d, 2H, J = 8.5 
Hz), 8.14 (s, IH), 7.76 (d, 2H, J = 8.5 
Hz), 775 (s, IH), 7.62 - 7.70 (m. 2H) 


55 


A.55 


H 


0- 


13.87 (bs, IH), 12.86 (s, IH), 8.23 (d, 
2H, J = 8.5 Hz), 7.98 (s, IH), 7.76 (d, 
2H, J =. 8.5 Hz), 7.71 (s, IH), 7.68 - 
7.52 (m, 2H), 7.42 - 7.47 (m, 2H), 
7.30 - 7.35 (m, IH) 


56 


A-56 


Me 


H 


13.89 (bs, IH), 12.95 (s, IH), 8.23 (d, 
2H, J = 8.5 Hz), 7.75 (d, 2H, J = 8.5 
Hz), 7.71 (s, IH), 7.36 (s, IH), 7.11 
(s,lH), 2.40 (S.3H) 



40 



wo 01/07423 



PCT/JP()0/04909 



7 







R6 




iH-NMR (5) ppm 

(DMSO d-6) 


57 


A-57 




H 


13.89 (bs, IH). 12.77 (s, IH), 8.23 (d, 
2H J = 8 5 Hz'i 7 76 (d 2H J = 8 5 
Hz), 7.71 (s, IH), 7.29 (s, IH), 7.07 
(d, IH, J = 1.1 Hz), 2.60 (s, 3H), 2.40 
(s.aH) 


58 


A-58 


* 


*-0CH2- 


14.03 (bs, IH), 12.99 (s, IH), 8.23 (d, 

Hz), 7.69 (s, IH). 7.54 (d. IH, J = 2.5 
Hz), 7.24 (dd, IH, J = 8.5 Hz, 2.5 
Hz), 6.97 (d, IH, J = 8.5 Hz), 5.54 (s, 


59 


A-59 


Or 


♦ -SCH2" 


13.84 (bs, IH), 12.95 (s, 11^, 8.34 (d, 
2H, J = 8.5 Hz), 7.86 - 7.90 (m, IH), 
7.76 (d, 2H, J = 8.5 Hz), 7.72 (s, IH), 
7.34 - 7.37 (m, IH), 7.19 • 7.30 (m, 


60 


A-60 


F 


H 


13.93 (bs,lH), 12.93 (s, 1H),8.23 (d, 
2H, J = 8.4 Hz), 7.93 - 8.01 (m, IH), 
7.82 (s, IH), 7.80 - 7.82 (m, IH), 7.76 


61 


A-61 


F3C-Q^ 


H 


13.94 (bs, IH), 13.01 (s, 1H),8.25 (d, 
2H, J = 8.2 Hz), 8.18 (d, 2H, J = 8.2 
Hz), 7.96 (s, IH), 7.82 (d, 2H. J= 8.2 
Hz), 7.76 (d, 2H, J= 8.2 Hz), 7.71 (s, 
in) 


62 


A-62 


F 


H 


13.94 (bs, IH), 12.91 (s;lH). 8.24 (d, 
2H, J = 8.5 Hz), 7.96 (s, IH), 7.67 - 
7.80 (m, 6H), 7.22 - 7.28 (m, IH), 

Q fjfl Co Qim 
t>.cxj v,^, oirx^ 


63 


A-63 




H 


13.95 (bs, IH), 12.97 (s, IH), 8.25 (d, 
2H, J = 8.5 Hz), 8.00 - 8.02 (m, IH), 
7.94 - 7.96 (m, 6H), 7.77 (d, 2H, J = 
8 5 Hz) 7 73 (s IH) 7 60 Ct IH J = 
7.8 Hz), 7.34 - 7.36 (m, IH) 


64 


A-64 


F 


H 


13.97 (bs, IH), 12.97 (s, IH), 8.24 (d, 
2H, J = 8.5 Hz), 7.87 (s, IH), 7.26 - 
7 84 ('m 6H> 7 72 fs IH") 7 47 - 7 54 
(m, IH), 7.15 • 7.21 (m, IH) 


65 


A-65 




C02Me 


13.40 (s, IH), 8.24 (d, 2H, J = 8.2 
Hz),7.97 (d. 2H, J = 8.5 Hz), 7.83 (d, 
2H, J = 8.0 Hz), 7.76 (d, 2H, J = 8.0 
Hz), 7.70 (s,lH). 3.77 (s,3H) 


66 


A-66 




H 


8.24 (d. 2H, J = 8.5 Hz), 7.77 (d, 2H, 
J = 8.5 Hz),7.73 (8, IH), 7.72 (s, IH) 



41 



wo 01/07423 , PCT/JPOO/04909 



^8 





#^ 






liFT.NMR. (S\ mm 
(DMSO d-6) 


fi7 


A-fi7 


F 




13.96 0)8, IH), 12.98 (s, IH), 8.25 (d, 
2H, J = 8.2 Hz), 8.09 - 8.15 (m, IH), 

7.63 (d, IH, j = 2.5 Hz), 7.31 - 7.45 
(m,3H) " 


68 


A-68 


0CF3 


H 


13.96 (bs, IH), 12.96 (s, IH), 8.23 (d, 
2H, J = 8.2 Hz), 7.86 (d, IH, J = 7.9 
xiz^, /.oz - /. fo im, onj, /.oo ^8, xiij 


69 


A-69 




H 


13.93 (bs, IH), 13.03 (s, IH), 8.24 (d, 
2H, J = 8.2 Hz), 7.76 (d, 2H, j = 8.5 
Hz), 7.72 (s, IH), 7.47 - 7.57 (m, 
IH), 7.55 (s, IH), 7.17 - 7.28 (m, 2H) 


70 


A-70 




H 


lo.yo (DS, Irl), lz.y7 (,s, IJrl;, o.Zo (d, 
2H, J = 8.2 Hz), 8.09 - 7.18 (m, IH), 
7.76 (d, 2H, J = 8.2 Hz), 7.72 (m, 
IH), 7.60 (d, IH, J = 2.7 Hz). 7.36 - 
7.44 (m, IH), 7.20 - 7.27 (m, IH) 


71 


A-71 


F 

F 


H 


lo.yb (bs, Irl), 12.y4 (s, IH), 8.28 (d, 
2H, J = 8.2 Hz), 7.97 - 8.06 (m, IH), 

(m, IH), 7.69 (s, IH), 7.67 (d, IH, J 

= 2.5 Hz) 


72 


A-72 


P- 

Br 


H 


13.99 (bs, IH), 12.92 (s, IH), 8.24 (d, 
2H, J = 8.5 Hz), 8.19 (1^ 2H. J = 1.6 
Hz), 7.95 - 7.98 (m, IH), 7.87 (s, 
IH), 7.77 (d, 2H, J = 8.5 Hz), 7.52 - 
7.56 (m, IH), 7.42 (t, IH, J = 8.0 Hz) 


73 


A-73 




H 


13.97 (bs. IH), 12.95 (s, IH), 8.24 (d, 
2H. J = 8.5 Hz), 7.72 - 7.84 (m, 8H), 



wo 01/07423 PCT/JPOO/04909 

9 ~ 1 1 {i^ tfeo 



43 



wo 01/07423 PCT/JPOO/04909 




«# 








iH-NMR®ppm 
(DMSOd-6) 




JD 1 




XI 


12.92 (s, IH), 12.72 (bs, IH), 8.24 (d, 
2H, J = 8.4 Hz),7.95 - 7.98 (m, 2H); 

7 ft7 tc 1 "PTk 7 7A M 9H T — ft /I 'P'tN 

7.73 (s, IH), 7.43 - 7.48 (m, 2H), 7.32 
-7.37(m. IH) 


75 


B-2 




H 


12.89 (8, IH), 12.75 (bs, IH), 8.24 (d, 
2H, J = 8.4 Hz),7.97 - 8.02 (m, 2H), 
l.oi \S, Liri), 1. 10 (d, Ztl, d — 0.4 tiz), 
7.70 (s, IH), 7.26 - 7.32 (m, 2H) 


76 


B-3 




H 


12.92 (s, IH), 12.73 (bs, IH), 8.24 (d, 
2H, J = 8.5 Hz), 7.94 (d, 2H, J = 7.1 
Hz), 7.90 (s, IH), 7.86 (s, IH), 7.76 

7.1Hz) 


77 


B-4 




H 


12.91 (s, IH), 12.72 (bs, IH), 8.24 (d, 
2H, J = 8.5 Hz), 7.98 (d, 2H, J = 8.5 
Hz), 7.86 (s, IH), 7.79 (e, IH), 7.76 
(A 2TT .T = S Vi-A 7 M 9H J — 

8.5 Hz) 


78 


B-5 


Me-Q- 


H 


12.89 (s, IH), 12.75 (bs, IH), 8.24 (d, 
2H, J = 8.5 Hz), 7.87 (s, IH), 7.85 (d, 
IH, J = 8.1 Hz), 7.76 (d, 2H, J = 8.5 
Hz), 7.64 (s, IH), 7.26 (d, IH, J = 8.1 
Hz). 2.34 (s, 3H) 


79 


B-6 




H 


12.94 is, IH), 12.74 (bs, IH), 8.25 (d, 
2H, J = 8.4 Hz),8.06 (d, 2H, J = 8.1 
Hz), 7.87 (s, IH), 7.72 - 7.79 (m, 
7H), 7.49 (t 2H, J = 7.5 Hz), 7.38 (t, 
2H, J = 7.5 Hz) 


80 


B-7 




H 


12.89 (s, IH), 12.76 (bs, IH), 8.24 (d, 
2H, J = 8.4 Hz),7.99 (d, 2H, J = 8.7 
Hz), 7.86 (s, IH), 7.76 (d, 2H. J = 8.4 
Hz), 7. 56 (s, IH), 7.01 (d, 2H, J = 
8.7 Hz), 3.80 (8, 3H) 


81 


B-8 


NO2 


H 


12.85 (s, 110, 12.73 (bs, IH), 8.21 (d, 
2H, J = 8.7 Hz), 7.94 (dd, IH, J = 7.8 
Hz, 1.2 Hz), 7.86 (s, IH), 7.78 • 7.83 
(m, 2H), 7.74 (d, 2H. J = 8.7 Hz), 
7.61 - 7.67 (m. IH), 7.59 (S, IH) 



44 



wo 01/07423 



PCT/JPOO/04909 



1 0 



#^ 




R6 




iH-NMR (6) ppm 
(DMSO d-6) 


82 


B-9 


t-Bxx 


H 


12.70 (s, IH), 8.20 (d, 2H, J = 8.7 
Hz), 7.84 (s, IH), 7.73 (d, 2H, J = 8.7 
Hz), 6.84 (S, IH), 1.31 (s, 9H) 


83 


B-10 


t-Bu-Q- 


H 


12 90 (s IH) 12 73 fbs IH) 8 24 fd 
2H, J = 8.5 Hz), 7.88 (d, 2H, J = 8.5 
Hz), 7.87 (s, IH), 7.76 (d, 2H, J = 8.5 
Hz), 7.64 (s, IH), 7.47 (d, 2H, J= 8.5 
Hz), 1.32 (s, 9H) 


84 


B-11 


MeOOC-^^— 


H 


12.97 (s, IH), 12.72 (bs, IH), 8.25 (d, 
2H, J = 8.5 Hz), 8.08 (dd, 4H, J = 
18 9H7 8 8 Hz") 7 94<'s 1H> 7 87 
(s, IH), 7.76 (d, 2H, J= 8.5 Hz), 3.81 
(s,3H) 


85 


B-12 


n^»en-Q- 


H 


12.89 (s, IH), 12.72 (bs, IH), 8.24 (d, 
2H, J = 8.7 Hz). 7.87 (s, IH), 7.85 (d, 
2H J = 8 4H7'> 7 75M 2TT ,T = fi4 
Hz), 7.63 (s, IH), 7.26 (d, 2H, J = 8.7 
Hz). 2.60 (t, 2H, J = 7.8 Hz), 1.55 - 
1.65 (m, 2H), 1.27 • 1.86 (m, 2H), 
0.87 (t, 3H, J = 7.8 Hz) 


86 


B-13 


O2N-Q- 


H 


XOt\fO \9, ^^/} 1 0 \Ub. XIX/, O.O'i \,U, 

2H. J = 8.6 Hz), 8.24 (d, 2H, J = 8.7 
Hz), 8.22 (d, 2H, J = 8.7 Hz), 8.09 (s, 
IH), 7.86 (8, IH), 7.76 (d. 2H, J = 8.5 
Hz) 


87 


B-14 




H 


12.89 (s, IH), 12.73 (bs, IH), 8.23 (d, 
2H, J = 8.7 Hz), 7.87 (s. IH), 7.75 (d, 
2H, J = 8.7 Hz). 7.64 (s, IH), 7.44 
(d. IH. J = 3.9 Hz), 7.15 (d. IH. J = 
3.9 Hz) 


88 


B-15 




H 


12 89(s IH) 12 72 fbs IH) 8 24fd 
2H, J = 8.5 Hz), 7.87 (s, IH), 7.83 - 
7.84 (m, IH), 7.75 (d, 2H, J= 8.5 
Hz), 7.62 - 7.63 (m, 2H). 7.56 (s, MY) 


89 


B-ie 


CI 


H 


12.92 (s, IH), 12.73 (bs, IH). 8.24 (d, 
2H, J = 8.7 Hz). 8.22 (d. IH, J = 2.4 
Hz), 7.95 (dd, IH, J = 8.4 Hz, 2.4 
Hz). 7.94 (s. IH), 7.86 (s, IH). 7.77 
(d, 2H, J= 8.7 Hz), 7.73 (d. IH, J= 
8.4 Hz) 


90 


B-17 




H 


12.99(s, IH), 12.75 (bs, IH), 8.38 (m, 
IH). 8.25 (m, 2H), 7.99 (m, 2H), 7.87 
(s, IH), 7.77 (d, 2H, J = 8.4 Hz), 7.55 
(m. 4H). 7.73 (m.lH). 


91 


B-18 




H 


12.91 (8. IH.), 12.76 (bs, IH), 8.86(s, 
IH), 8.23 (d, 2H, J=8.7Hz), 7.96 (m, 
IH), 7.83 (m, IH), 7.82 (s, IH), 7.75 
(d, 2H, J=8.7 Hz), 7.52 (m, IH) 



45 



wo 01/07423 



PCT/JP00/049()9 



m 1 1 







R6 


R7 


iH-NMR(5)ppm 

(DMSO d-G) 


92 


B-19 




H 


12.99(s, IH), 12.75 (bs, IH), 8.38 
(IH, m), 8.26 (d., 2H, J=8.7Hz), 
7.99 (m. 2H), 7.87(s, IH), 7.77 (d, 
2H, J=8.7 Hz), 7.56 (m, 4H), 7.78 
(m, IH) 


93 


B-20 


H 


H 


12.72 (bs, 2H), 8.22 (d, 2H, J=8.7 
Hz), 7.86 (s, IH), 7.58 (d, IH, J=3.6 
Hz), 7.75 (d, 2H, J=8.7Hz), 7.31 (d, 
IH, J=3.6Hz), 


94 


B.21 


Or 


* -(0112)2- 


12.84 (s, IH), 12.73 (bs, IH), 8.23 (d, 

T — « H-y"! 7 ftfi ^■c ^fT\ TT\(A 

aXi, ti — o.o jnz^, /.oo 1.5, in/, /. id vu, 
2H, J = 8.5 Hz), 7^74 (d, IH, J = 6.9 
Hz), 7.18 - 7.32 (m, 3H), 2.96 - 3.05 
(m,4H) 


95 


B-22 


Or 


*-(CHji)8- 


12.75 (s. 2H), 8.23 (d, 2H, J = 8.5 

IH), 7.75 (d, 2H, J = 8.5 Hz), 7.19 - 
7.33 (m, 3H), 2.96 (t, 2H, J = 6.8 
Hz). 2.78 ■ 2.82 (m, 2H), 2.06 • 2.15 

(m,2H) 


• 96 


B-23 




OfeCHaCl 


1 9 1 TTi 1 9 7/1 n^o 1 l-n ft 99 /A 

2H, J= 8.5 Hz), 7.86 (s, IH), 7.75 (d, 
2H, J = 8.5 Hz), 7.65 - 7.69 (m, 2H), 
7.29 - 7.35 (m, 2H). 3.91 (t, 2H, J = 
6.8 Hz), 3.82 (t 2H, J = 6.8 Hz) 


97 


B-24 


a-Q- 


Me 


12.76 (s. IH), 12.70 (bs, IH), 8.22 (d, 

2H. J = 8.5 Hz), 7.72 (d, 2H, J = 8.5 
Hz). 7.53 (d, 2H. J = 8.5 Hz). 2.51 (s, 
IH) 


98 


B-25 




CH2Me 


12.77 (s, IH), 12.70 (bs, IH), 8.22 (d, 
2H, J = 8.5 Hz). 7.86 (s, IH), 7.75 (d, 
2H, J = 8.5 Hz). 7.62 - 7.65 (m. 2H), 
7.45 - 7.50 (m, m), 7.35 - 7.40 (m, 
IH). 2.93 (q, 2H, J = 7.4 Hz). 1.29 (t, 
3H. J = 7.4 Hz) 
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^12 








R6 


R7 


iH-NMR (8) ppm 
(PMSOd-6) 


99 


C-l 


CI 


H 


12.88 (s, IH,), 12.64 (bs. IH), 8.22 (s, IH), 
8.20 (d, 2H, J = 5.8 Hz), 7.91 - 7.97 (m, 
4H). 7.72 (d. IH. J = 8:5 Hz), 6.83 (a IH) 


100 


C-2 


MeOOC-^^— 


H 


12.96(s, IH), 12.54 (bs, IH), 8.22 (d, 2H, J 
= 8.7 Hz), 8.04 - 8.13 (m, IH), 7.94 (s, IH), 
7.93 (d, 2H, J = 6.9 Hz), 6.84 (s, IH), 3.88 
(8.8H) 


101 


03 




H 


12.89 (s, IH,), 12.55 (bs, IH), 8.21 (d, 2H, 
J = 8 5Hz) 7 89 - 8 08 (m IH) 7 93(d 
2H, J= 8.5 Hz), 7.89 - 7.86 (m, IH), 7.82 
(s, IH). 7.48 - 7.57 (m, IH), 6.83 (s, IH) 


102 


C-4 




H 


12.96(8, IH), 12.55 (bs, IH), 8.20 (d, 2H, J 
= 8.5 Hz), 7.92 (d, 2H, J = 8.5 Hz), 7.34 (s, 
IH), 7.42 (d, IH, J = 3.8 Hz), 7.24 (d, 2H, J 
= 3.8 Hz), 6.83 (s, IH) 


103 


05 




*:(CH2)i!- 


12.81 (s, IH), 12.54 (bs, IH), 8.21 (d, 2H, J 
= 8.5 Hz), 7.92 (d, 2H, J = 8.5 Hz), 7.74 (d, 
2H, J = 7.4 Hz), 7.18 - 7.32 (m, 3H), 6.83 
(s, IH), 2.95 - 3.05 (m, 4H) 


104 


C-6 




* -((312)3- 


12.72 (s, IH), 12.56 (bs, IH), 8.20 (d, 2H, J 
= 8.5 Hz), 8.01 (d, IH, J =7.4 Hz), 7.92 (d, 
2H, J = 8.5 Hz), 7.20 - 7.34 (m, 3H), 6.82 
(s, IH), 2.97 (t, 2H, J = 6.8 Hz), 2.79 - 2.81 
(m, 2H), 2.09 -2,13 (m,2H) 


105 


C-7 




CH2CH2CI 


12.83 (s, IH), 12.55 (bs, IH), 8.19 (d, 2H, J 
= 8.5 Hz), 7.92 (d, 2H. J = 8.5 Hz), 7.65 - 
7.70 (m, 2H), 8.28 - 7.35 (m, 2H), 6.83 (s, 
IH), 3.91 (t, 2H. J = 6.9 Hz), 3.34 (t, 2H, J 
= 6.9 Hz) 


106 


C-8 




Me 


12.75 (s, IH), 12.53 (bs, IH), 8.19 (d, 2H, J 
= 8.5 Hz), 7.91 (d, 2H, J = 8.5 Hz), 7.72 (d, 
2H, J = 8.5 Hz), 7.53 (d, 2H, J = 8.5 Hz), 
6.82 (s,lH). 2.51 (S.3H) 


107 


C-9 






12.74 (s, IH), 12.55 (bs, IH), 8.19 (d, 2H. J 
= 8.5 Hz), 7.92 (d, 2H, J = 8.5 Hz), 7.62 - 
7.65 (m, 2H), 7.45 - 7.50 (m,. 2H), 7.35 - 
7.40 (m, IH), 6.83 (s, IH), 2.93 (q, 2H, J = 
7.4 Hz). 1.30 (t 3H. J = 7.4 Hz) 



wo 01/07423 PCT/JPOO/04909 

1 3 ~ 1 5 {r* LfCo 
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1 3 




mm 




X 


RA 


iH-NMR(5)ppm 

(DMSOd-6) 


108 


D-l 




H 


7.64 (2H, d, J = 8.7 Hz). 7.71 (2H, d, J = 
8.7 Hz), 7.74 (2H, d, J = 8.7 Hz), 
7.86(1H, s), 8.06 (2H, d, J = 8.1 Hz), 
12.70(1H, br.s) 


109 


D-2 




H 


7.21 (2H, dd, J = 8.7 Hz, Jh.f= 8.7 Hz), 
7.75 (2H, d, J = 8.7 Hz), 7.80 (2H, m), 
7.86 (IH, s), 8.06 (2H, d, J = 8.7 Hz), 
10.42 (IH. 8), 12.72 (IH, bs) 


110 


D-3 


Grtb 

Et 


H 


1.33 (3H, t, J = 6.9 Hz), 4.45 (2H, q, J = 
6.9 Hz), 7.20 (IH, dd, J = 8. 1 Hz, 8. 1 
Hz), 7.46 (IH, dd, J = 8.1 Hz, 8. 1 Hz), 
7.60 (2H, m), 7.75 (IH, m), 7.76 (2H, d, 
J = 8.7 Hz), 7.88 (IH, s), 8.15 (2H, d, J 
= 8.7 Hz), 8.58 (IH, s),10.43 (IH, s), 
12.72 (IH, bs) 


111 


D-4 


Et 


H 


1.16 (3H, t, J = 7.2 Hz), 2.30 (3H, s), 
3.40 (2H, q, J = 7 2 Hz), 3.56 (2H, t, 5.4 
Hz), 3.68 (2H, m), 6.44 (IH, bs), 6.58 
(IH, d, J= 7.5 Hz), 6.63 (IH, s), 6.64 
(IH, d, J = 7.5 Hz), 7.14 (IH, dd, J = 7.5 
Hz, 7.5 Hz), 7.52 (2H, d, J = 8.7 Hz), 
7.77 (2H, d, J = 8.7 Hz), 7.83 (IH, s) 


119 


JJ-0 . 


H H 




6.95 (IH, dd, J = 7.5 Hz, 7.5 Hz), 7.23 
(3H, m), 7.38 (6H, m), 7.60 (2H, m), 
7.69 (2H, m), 7.77 (IH, s), 9.02 (IH, s), 

9.25 (IH, s), 12.66 (IH, bs) 


113 


D-6 


^ 


Me 


3.47 (3H, s), 7.41 (2H, d, J = 9.0 Hz), 
7.47 (4H, m). 7.58 (3H, m), 7.78 (2H, d, 
J = 9.0 Hz), 7.84 (2H, m), 12.62 (IH, bs) 


114 


D-7 




H 


3.83 (3H, s), 7.07 (IH, dd, J = 2.4 Hz, 
9.0 Hz), 7:62 (IH, d, J= 2.4 Hz), 7.68 
(IH, d, J = 9.0 Hz), 7.76 (2H, d, J = 8.4 
Hz), 7.87 (IH, s), 8.23 (2H, d, J =8.4 
Hz). 12.75 (IH, s), 12.88 (IH. s) 


115 


D-8 




H 


7.58 (3H, m), 7.77 (2H, d, J = 8.7 Hz), 
7.88 (2H, m), 7.95 (3H, m), 8.06 (2H, 
m), 8.11 (2H, d, J = 8.7 Hz), 10.72 (IH, 
s), 12.72 (IH. bs) 


116 


D-9 




H 


4.49 (2H, d, J = 6.0 Hz), 7.25(1H, in), 
7.33 (4H, m), 7.69 (2H, d, J = 8.1 Hz), 
7.83 (IH, s), 8.01 (2H, d, J = 8.1 Hz), 
9.17 (IH, t, J = 6.0 Hz). 12.69 (IH, bs) 
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mi 4 



mm 
#■§• 


#^ 


X 




iH-NMR(8)ppm 

(DMSO d-6) 


117 


D-IO 




H 


2.47 (3H.,s), 7.27 (2H, d, J = 9,0 Hz), 
7.74 (4H, m), 7.85 (IH, s), 8.06 (2H, d, 
J = 9.0 Hz), 12.60 (IH, bs) 


118 


D-ll 




H 


2H, J = 8.1 Hz), 7.87 (s, IH), 7.74 (d, 
2H. J= 8.1 Hz), 7.67 (d, 2H, 8.7 Hz), 
7.18 (d, 2H, J = 8.7 Hz), 2.56 (t, 2H, J = 
7 5 JIt) 1 50- 1 fil Cm 2H^ 1 25 - 1 .^7 
(m, 2H), 0.91 (t, 3H, J = 7.5 Hz) 


119 


D-12 




H 


13.94 (bs, IH), 12.25 (s, IH), 8.17 (d, 
2H, J = 8.4 Hz), 7.88 - 7.92 (m, 2H), 

7.52 - 7.53 (m, 3H), 6.96 (s, 3H) 


120 


D-13 




H 


3.893 (3H, s), 7.026 (IH, s), 7.756 (2H, 
d, J=8.4 Hz), 7.851 (IH. s), 8.028-8.100 
(4H, m), 8.156 (2H, d, J=8.4Hz), 

19 977nH c> 19 714. CI H hr» 


121 


D-14 




H 


7.556 (IH, dd, J=2.1, 8.4 Hz). 7.730- 
7.769 (4H, m), 7.865 (IH, s). 7.943 (IH, 
d, J=8.4 Hz), 8.236 (2H, d. J=8.4Hz), 
12.732 (IH, s), 12.963 (IH, br) 


122 


D-15 




H 


7.467 (2H, t, J=7.7 Hz), 7.711- 
7.785(4H, m), 7.862 (IH, s), 8.147 (2H, 
d, J=8.7 Hz)H.024 (IH, s), 12.5 (IH, 
br) 


123 


D-16 




H 


d, J=8.4 Hz), 7.861 (IH, s), 7.933 (2H, 
d. J=8.7 Hz), 8.036 (2H, d, J=8.7 Hz), 
8.152 (2H, d, J=8.4 Hz), 11.124 (IH, s), 
12.711 (IH. br) 


124 


P-17 




H 


7.31-7.37 (2H. m), 7.735 (2H, d, J=9.0 
Hz), 7.86-7.83(2H, m), 7.871 (IH, s), 
8.149-8.178 (3H, m), 8.298 (2H, d, 
J=8.7 Hz), 8.73 (IH, s), 11.058 (IH, s), 
12.707 (IH, br) 


125 


D-18 


EtO 


H 


1.352 (3H, t, J=7.2 Hz), 4.350 (2H, q, 
J=7.2Hz), 7.728 (2H, d, J=8.4Hz), 
7.862 (IH, s), 7.919 (2H, d, J=8.4 Hz), 
8.062 (2H, d, J=8.4 Hz), 8.164 (2H, d, 
J=8.7Hz), 11.119 (IH, s). 12.716 (IH, 
br) 
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m 1 5 



PCT/JPOO/04909 



' I iH-NMR®] 

flDMSO d-i 



mm 
#^ 


#^ 


X 


iH-NMR®ppm 
(DMSO d-6) 


126 


D-19 




I3.98(bs, IH), 11.82(8, IH), 8.15(d, 2H, 
J = 8.2 Hz), 7.80(d, 2H, J = 8.2 Hz), 
7.72(s, IH), 7.65(d, 2H, J = 8.0 Hz), 
7.43(t, 2H, J = 8.0 Hz), 7.39(s, IH), 
7.30(t, IH, J= 8.0 Hz), 7.30(s. IH). 


127 


D-20 




12.1(bs,2H),11.9(bs,lH),8.19 (d, 2H,J = 
8.5 Hz), 7.79 (d, 2H, J = 8.5 Hz), 7.74 
(d, 2H, J = 8.5 Hz), 7.71 (s, IH), 7.46 (s, 
lH).7.4d(d.2H, J = 8.5Hz) 
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m 1 6 








X 


Z 


iH-NMR (5) ppm 
(DMSO d-6) 


128 


E-1 






7:23 (IH, d, J = 8.9 Hz), 7.65 (IH, 
s), 7.71 (IH, d, J = 8.4 Hz), 7.88- 
7.94 (3H, m), 8.19 (IH, d, J = 2.4 
K?) 12 6('1H hr) 12 92('1H 


129 


E-2 






7.69-7.73 (2H, m), 7.90-7.94 (2H, 
m), 8.05 (IH, s), 8.19 (IH, d, J = 
2.1 Hz), 8.33 (IH, d, J = 4.2 Hz), 
12.7 (IH, br), 13.06 (IH, s) 


130 


E-3 


MeJ-Q-Cf 




3 87 (SR 7 72 QH d J=4 2 
Hz), 7.91 (IH, 8), 8.02-8.10 (5H, 
m), 8.34 (IH, d, J = 4.2 Hz), 12.7 
(IH, br). 13.11 (IH, 8) 


131 


E-4 




-TV 


13.75 (bs. IH), 13.08 (s, IH), 9.37 
(d, IH, J = 2.1 Hz), 8.56 (dd, IH, J 
= 8.2 Hz, 2.4 Hz), 8.21 (d, IH, J = 
1.8 Hz), 8.05 (d, IH, J = 7.9 Hz), 
7.95 (s, IH), 7.94 (dd, IH, J = 9.1 
Hz), 2.1 Hz), 7.75 (s, IH), 7.33 (d, 
IH, J = 8.5 Hz) 


132 


E-5 






13.77 (bs, IH). 13.15 (s, IH), 9.48 
(d, IH, J = 2.7 Hz), 8.57 (dd, IH, J 
= 8.4 Hz, 2.4 Hz), 8.02 - 8.12 (m, 
4H), 7.96 (s, IH), 7.92 - 8.02 (m, 
IH), 7.75 (a IH), 3.88 (s, 3H) 
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m 1 7 




mmm 




R8 


Y 


iH-NMR (5) ppm 
(DMSOd-6) 


133 


F-l 


CI 


0 

H 


4;50 (2H, s), 7.15 (2H, d. J = 8.7 
Hz), 7.58 (2H, d, 8.7 Hz), 7.76 (IH. 
s), 7.88-7.918 (2H. m), 8.15 (IH, d, 
J = 1.8 Hz), 12.52 (IH, br), 12.60 
(IH, s) 


134 


F-2 




H 


3.87 (3H, s), 5.00 (2H, s), 7.16 (2H, 
d, J = 8.7 Hz), 7.59 (2H, d, J = 8.7 
Hz), 7.76 (IH, s), 7.88 (IH, s), 8.01- 
8.08 (4H, m), 12.50 (IH, br), 12.65 
(1H.S) 


135 


F-3 




O 

H 


3.87 (3H, s), 7.01 (IH, d, J = 16.2 
Hz), 7.66-7.88 (7H, m), 8.01-8.10 
(4H,m), 12.64 (1H.S) 


136 


F-4 




O 

H 


6.99 (IH, d, J= 15.9 Hz), 7.65-7.79 
(7H, m), 7.86 (IH, s), 7.89 (IH, dd, 
J = 2.1 Hz, 8.7 Hz), 8.13 (IH, d, J = 
2.1Hz). 12.58 (1H.S) 



56 



wo 01/07423 



PCT/JPOO/04909 



G-1 

5 llJi^y 1 -|l2XmT'-a-fi£b^'fb-&ifel(3)(1.10 g)S:> (300 ml) (cSi 

ML. 10%y<9'y<>J>^m^ (0.55 g) ^m^7i(.m9m^TvmWLit, y<^i><> 
A^fp^^S:5iSb. Sri^Eia* L. -fb^#)(6)^ 1.05 g #fco 
iH NMR (DMS0-d6, 6 ppm): 12.46 (bs, IH), 7.99 (d, 2H, J = 8.4 Hz), 7.37 (d, 
2H, J = 8.4 Hz), 4.95 (dd, IH, J = 9.0 Hz, 4.5 Hz), 3.45 (dd, IH, J = 14.4 Hz, 4.5 
10 Hz), 3.22 (dd, IH, J = 14.4 Hz, 9.0 Hz) 

'fl:-a-«^(6)(1.0 g)iSri^;!hdf-f->'(20 ml)ts ^XJi'mitf-:t ~/U(lO ml){:: lOO'CCAP 

( 3', 4'-v^77W;^-D 7I-/U) f-ry — ^i' (212 mg) ^ v':t=^1fV(50 ml)};:^ 
h'Vi^^iUl n l)Sr*P^ 2NFPB lOO^-CiPHa ufco ^^E.^rJ^BEfg* U, a 
$^*7A^n>rhi5^77-r - (-^de-^-^-.f^iJai^/W ; 2 : 1) -efSSS LT'fb-g-'fe 
(G-1) $r»fc„ 

20 iH NMR (DMSO-de, 6 ppm): 12.75 (s, IH), 12.11 (bs, IH), 8.08 (d, 2H, J = 8.2 
Hz), 7.93 - 8.01 (m, IH), 7.80 - 7.84 (m, IH), 7.80 (s. IH), 7.48 - 7.59 (m, IH), 
7.44 (d, 2H, J = 8.2 Hz), 5.01 (dd, IH, J = 8.8 Hz, 4.7 Hz), 3.48 (dd, IH, J = 14.0 
Hz, 4.7 Hz), 3.26 (dd, IH, J = 14.0 Hz, 8.8 Hz) 
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mmm 1 3 s 



:c€r^" ^ 




3 6 G-2 

2-T 5 / -4- i3',4''i^y/U:to y T -/ — <D \\i:> V) \z. 2-7 5 J -5- (5'- 

iH NMR (DMS0-d6, 6 ppm): 12.81 (s, IH), 12.10 (bs. IH), 8.08 (d, 2H, J = 8.2 
Hz), 7.61 (s. IH), 7.43 (d, 2H, J = 8.2 Hz), 7.40 (d, IH, J = 4.1 Hz), 7.24 (d, IH, 
J = 4.1 Hz), 5.01 (dd, IH, J = 8.8 Hz, 4.4 Hz), 3.58 (dd, IH, J = 14.0 Hz, 4.4 Hz), 
10 3.25 (dd, IH, J = 14.0 Hz, 8.8 Hz) 

13 9 



CI CI 




o 
9 



9 

NH 



2X^ 




10 



H-1 



15 (^IIS) 



58 



r 

WO 01/07423 PCT/JPOO/04909 

g)^ DMF d^)?? L, Tk^^T, i\^mi\L-r h ]) ^ M^iQAb mg) SrJD;tfCo SmT* 30 
^PfllS^?b:fem. -fk-g-ife) (7) ^ 1.36 gJDxfcc 30;J^PflJSl^m, ^ / 

^ x2u^.ii^At^h'il^^uf)^ LX\6^m(.S)^ 1.06 g#^„ 

iH NMR(DMiS0-d6, 6 ppm) 13.04 (bs. IH), 10.13 (s, IH). 8.30 (d, 2H, J = 8.4 
Hz), 8.22 (d, IH, J = 2.1 Hz), 8.07 (d, 2H, J = 8.4 Hz), 7.95 (dd, IH, J = 8.4 Hz, 
2.1 Hz), 7.95 (s, IH), 7.73 (d, IH, J = 8.4 Hz). 

10 

t h'f :^(2.0g) 4:i^K{J:^«?L. 85"C-Cll5il(1.3ml)4:JBTU;t. ZO^^ 

K4.8ml)^*P;ifc„ ^H^X QO ^W^mW \^f^'^. J^-T^/Vf^AP i^fifetfc 
15 LT-fb'&ifeKlOS: 1.1 g #/!:o 

iH NMR(DMS0-d6, « ppm) 10.91 (s, IH), 8.41 (s, IH), 4.76 (dd, IH, J = 14.7 
Hz. 1.2 Hz), 4.04 - 4.13 (m, 4H), 1.25 (t, 6H, J = 7.2 Hz). 

(^3Xg) 

20' J:^' y ->'W(1 m 1 ){r-f h y ^> A(10 mg)iS:*P^^S-C^^ Lfc. hy^J'AO 

^^^^aiSLfc^. 'fk^!^(10)(108mg)^)Dx.. ^?aT' 10 ^J^fflJifi^ U/c^> it^m 
(10)(159 mg)&APx.*i&T-JIi^ L^ho ^^^®iI?g*L, ^ $ ^ ^ 7 J: t) 

sj^B^pLr^b^ife (H-1) ^#fco i'c'tm (H-1) n e wtzwom^^^hLx 

25 Ei4: : 

iH NMR (DMSO-de. 6 ppm): 12.81 (bs, IH), 10.76 (bs, IH), 10.46 (s, IH), 8.22 

59 
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(d, IH, J = 2.4 Hz), 8.15 (d. 2H. J - 8.7 Hz). 7.95 (dd, IH, J = 8.7 Hz, 2.4 Hz), 
7.91 is, IH), 7.78 (d, 2H, J = 8.7 Hz), 7.73 (d, IH, J = 8.7 Hz), 6.48 (s, IH). 
Zi$: 

iH NME (DMSO-de. 6 ppm): 11.35 (bs. IH), 11.26 (bs, IH), 10.13 (s, IH), 8.22 
(d, IH, J = 2.4 Hz), 8. 10 (d, 2H, J = 9.0 Hz), 8.05 (d, 2H, J = 9.0 Hz), 7.95 (dd, IH, 

J = 8.7 Hz, 2.4 Hz), 7.91 (s, IH), 7.73 (d, IH, J = 8.7 Hz), 6.38 (s, IH). 

^18 Lito 
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^18 



O 




mm 
#^ 


#^ 


M 


T 


iH-NMR(6)ppin 
(DMSOd-6) 


140 


H-2 


NH 


S 


12.85 (bs, IH), 12.47 (bs, IH). 12.33 
fbs IID 8 22 Cd IH J = 1 8 Hz"> 
8.16 (d, 2H, J= 8.2 Hz), 7.91 - 7.97 
(m, 41©, 7.73 (d, IH, J = 8.5 Hz), 
6.54 (s, IH) 


141 


H-3 


CH2 


0 


12.88.(s, IH), 11.51 (s, m), 8.21 (d, 
IH, J = 2.1 Hz), 8.20 (d, 2H, J= 9.3 
Hz), 7.95 (dd, IH, J = 8.1 Hz, 2.1 
Hz), 7.92(s, IH), 7.80 (d, 2H, J =9.3 
Hz), 7.72 (d, IH, J = 8.1 Hz), 7.46 (t. 
IH, J = 2.1 Hz), 3.74 (d, IH, J= 2.1 
Hz) 


142 


H-4 


NMe 


0 


9.48 (bs, IH), 8.21 (8, IH), 8.19 (dd, 

4H, J= 13.2 Hz, 7.8 Hz), 7.94 (d, 
IH, J= 6.6 Hz), 7.89 (s, IH), 7.72 (d, 
IH, J = 8.1 Hz), 6.47 (s, IH), 2,71 (d, 
3H, J =4.8 Hz) 


143 


•H.5 


0 


S 


12.91 (s, IH), 8.21 - 8.24 (m, 3H), 
7.93 - 8.01 (m, 4H), 7.72 (d, IH, J= 
8.2 Hz), 6.57 (8, IH) 
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CI 




■-2 

(^1 xm) 

^yU;4:l) -C^fiKLr-fb-g-^^ (11) 100 mg. 'fb-a-ife(12)^ 33 mg 
10 -fk-g-fte^ai) 

iH NMR(DMS0-d6, 6 ppm) 10.12 (s, IH), 8.22 (d. IH, J = 2.1 Hz), 8.07 (d, 2H, 
J = 8.1 Hz), 8.03 (s, IH), 7.97 (dd, IH, J = 8.1 Hz, 2.1 Hz), 7.89 (d, 2H, J = 8.4 
Hz), 7.72 (d, IH, J = 8.4 Hz). 3.63 (s, 3H). 
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JH NMR(CDCl3, 6 ppm) 10. 16 (s, IH), 8.49 (d, 2H, J = 8.0 Hz), 7.97 (d, 2H, J = 

8.0 Hz), 7.61 (d, IH, J = 8.2 Hz), 7.55 (d, IH, J = 2.2 Hz), 7.27 (dd, IH, J = 8.2 Hz, 
2.2 Hz), 6.67 (s, IH), 3.78 (s, 3H). 

5 ' ■ 

'fb'g-ifel(ll)(84mg). D<5^;::>(32mg)4 b;i/i>(4ml){wig;!)» U> lU\^^Oi^ 

> V)V3L>^m(20 u l)*J;y« lMif^h;i/x>i§M(20 n l)*AD^-^KjS« 
*Pl» bfeo ?^r4P^^^LfeiisSa*i8mU, -fb^tKM)* 77 mg fifco 

10 iH NMR(DMS0-d6, 6 ppm) 13.85 (bs, IH), 8.21(d, IH, J = 1.8 Hz), 8.003 (s, 
IH), 7.97 (dd, IH, J = 8.7 Hz, 2.1 Hz), 7.83 (d, 2H. J = 8.1 Hz), 7.76 (d, 2H, J = 

8.1 Hz), 7.72 (s, IH), 7.71 (d, IH, J = 8.7 Hz), 3.65 (s. 3H). 
^k-g''^(12)(42mg). D^^:^>(16mg)^ h;i/3i>(2ml)t3fg*» niiM^^^) V 

> h;i/x>?§M(io tx\)^i-{l iMi^^ h;i/x>jgr«(io fx l)$:iPx. 2 l^P^S^ 
15 in^bfco ?^ai^*fi£UfciiiS^^tmb> 'fb-a-<&(I-2)<S: 36mg^#fc„ 

iH NMR(DMS0-d6, 6 ppm) 13.90 (bs, IH), 8.36 (d, 2H, J = 8.5 Hz), 7.93 (d, IH, 
J = 1.9 Hz), 7.83 (d, IH, J = 8.2 Hz), 7.72 (d, 2H, J = 8.5 Hz), 7.70 (s, IH), 7.62 
(dd. IH, J = 8.2 Hz, 1.9 Hz), 3.75 (s, 3H). 

20 HiS^fJ 146.147,148 




J-2 ' J-3 
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5 -g-#l(J-l)<^ 72 mg#fc, 

iH NMR (DMSO-de, 6 ppm): 8.20 (d, 2H, J = 8.5 Hz), 7.98 (s, 4H), 7.74 (s, IH), 
7.64 (d, 2H. J = 8.5 Hz), 7.22 (s, IH). 

10 'H NMR (DMSO-de, 6 ppm): 13.92 (bs, IH). 12.98 (s, IH), 8.25 (d, 2H, J = 8.4 
Hz), 8.01 - 8.10 (m, 4H), 7.92 (s, IH), 7.77 (d, 2H, J = 8.4 Hz), 7.71 (s, IH). 
it^i^iJ-l)^ 2 S»«d^'l4y-^-C*4'?PbT'fb'g-#l(I-3)^^§fc„ 
iR NMR (DMSO-de, 6 ppm): 8.20 (d, 2H, J = 8.1 Hz), 7.93 (dd, 4H, J = 11.4Hz, 
8.4 Hz), 7.71 (s, IH), 7.61 (d, 2H, J = 8.1 Hz), 7.21 (s, IH). 

mmm 149 




14 K-1 



20 mMW 1 - m 2i:mX^f&LiZit^<^{3X10g)i: tert-^^' /-/W(200ml)i3 i 
X/i>^:t^D-:^(G6 m\){:LmmL, h y ^/WT $ V(5.6 ml), 7 * 9 ^S^T 
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K(8.63 mi)S:jpx.T> 2 B#ra]SiiAPjift ufco ^jgi^s*^> t^^mxx. mm^ 

^ 4.41 g#yto 

iH NMR(DMS0-d6, 6 ppm) 12.50 (bs, IH), 9.78 (s, IH), 7.69 (s, IH), 7.61 (d, 
5 2H, J = 9.0 Hz), 7.51 (d, 2H, J = .9.0Hz), 1.49 (8, 9H). 

^t-&i^(13)(3.15 g)Sr h V 7/U:toW^(15 ml) IJI ^ L . 15 ^mmtBL^mW I. 

10 (14)iSr 2.10 g#fCo 

iH NMR(DMS0-d6, 6 ppm) 12.29 (bs, IH), 7.60 (s, IH), 7.29 (d. 2H, J= 8.7 Hz), 
6.67 (d, 2H, J = 8.7 Hz). 

(^3 1®) 

15 -(b-§'ife(14)(220mg)Sri^:tdf!J-i^(50ml){;:^ft?U,fy t^;^(121 p. l)Mit4-n- 
5^B% L-C-fb-g-^CK-l)^ 232 mg#yto 

iH NMR(DMS0-d6, 8 ppm) 12.56 (bs, IH), 10.47 (s, IH), 7.75 (s, IH). 7.78 (d, 
20 2H, J = 8.7 Hz), 7.63 (d. 2H, J = 8.7 Hz), 2.67 (t, 2H, J = 7.5 Hz), 1.59 (quant, 2H, 
J = 7.5 Hz), 1.32 (sexth, 2H, J = 7.2 Hz), 0.91 (t, 3H, J = 7.5 Hz) 

±?i(0^lt.kmm(D5,lt^n\f\ 'fb^!|^(K-2)~(K.29)«r'&^b;/h. ifeSHftSr 
$tl 9~2 2 iC^ Lite 

25 

65 



wo 01/07423 



PCT/JPOO/04909 



S 1 9 



O 




#^ 


#^ 


X 


T 


iH-NMR ® ppm 
(DMSO d-6) 


150 


K-2 


CCr 


0 


12.56 (bs, IH), 10.73 (s, IH), 8.61 (s, 
IH), 8.01 - 8.12 (m, 6H). 7.78 (s, IH), 
7.63 - 7.69 (m, 4H) 


151 


K-3 




0 


10.35 (s, IH), 7.95 (d, 2H, J = 8.8 Hz), 
7.75 (s, IH), 8.52-7.75 (m, 4H), 7.08 (d, 
IH, J = 8.2 Hz). 6.15 (s,2H) 


152 


K-4 




0 


12.55 (bs, IH), 10.39 (s, IH), 7.98 (d, 

Hz), 7.75 (s, IH), 7.59 (d, 2H, J = 8.9 
Hz), 7.32 - 7.50 (m, SH), 7.16 (d, ZH, J 

= 8.9Hz),8.22(s,2H) 


153 


K.5 




0 


12.56 (bs, IH), 10.59 (s, IH), 8.08 (d, 

Hz), 7.76 - 7.79 (m, 2H), 7.76 (s, IH), 
7.62 (d, 2H, J = 8.8 Hz), 7.50 - 7.55 (m, 
2H), 7.41 - 7.46 (m, IH) 


154 


K-6 


n-Hex-^- 


0 


12.56 (bs, IH), 10.47 (s, IH), 7.97 (d, 
2H, J = 9.0 Hz), 7.89 (d, 2H, J = 8.1 
Hz"> 7 76 Cs IH) 7 63 Cd 2H J = 9 0 
Hz), 7.35 (d, 2H. J = 8.1 Hz), 2.66 (t, 
2H, J = 7.2 Hz), 1.60 (quant, 2H, J = 
7.2 Hz), 1.29 (bs, 6H), 0.84 • 0.88 (m, 
3H) 


155 


K-7 




0 


12.55 (bs, IH), 10.38 (s, IH), 7.96 (d, 
4H, J = 9.0 Hz), 7.75 (s, IH), 7.69 (d, 
2H, J = 9.0 Hz), 7.06 (d, 2H, J = 9.0 
Hz), 4.12 (q, 2H, J = 6.9 Hz), 1.36 (t, 
3H, J = 6.9 Hz) 


156 


K-8 


n-oxt-Q- 


0 


12.56 (bs, IH). 10.46 (s, IH). 7.97 (d, 
2H, J = 8.7 Hz), 7.89 (d, 2H, J = 8.4 
Hz), 7.75 (s, IH), 7.60 (d, 2H, J = 8.4 
Hz), 7.36 (d, , 2H, J = 8.7 Hz), 2.66 (t, 
2H, J = 7.2 Hz), 1.58 - 1.62. (m, 2H), 
1.24 - 1.27 (m, 8H), 0.83 -0.88 (m. 3H) 


157 


K-9 


Me 


0 


12.55 (bs, IH), 10.42 (s, IH), 7.97 (d, 
2H, J = 8.7 Hz), 7.70 - 7.76 (m, 3H), 
7.60 (d, 2H, J = 8.7 Hz), 7.30 (d, 2H, J = 
8.1 Hz), 2.32 (s. IH), 2.31 (s, IH) 


158 


K-10 




0 


12.55 (bs, IH), 10.75 (s, IH), 8.17 (d, 
2H, J = 8.0 Hz), 7.97 (d, 2H, J = 8.8 
Hz), 7.93 (t, IH, J = 8.0 Hz), 7.76 (s, 
lH).7.63(d,2H, J = 8.8Hz) 
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^2 0 





$•§- 


X 


T 


iH-NMR®ppm 


159 


K-ll 




0 


12.56 (bs, IH), 10.47 (s, IH), 7.97 (d, 
2H, J = 9.0 Hz), 7.90 (d, 2H, J = 8.4 
Hz), 7.76 (s, IH), 7.60 (d, 2H, J = 9.0 
Hz), 7.57 (d, 2H, J = 8.4 Hz), 1.33 (s, 


160 


K-12 


CI 
CI 


0 


12.57 (bs, IH), 10.69 (s, IH), 7.99 (d, 
2H, J = 2.1 Hz), 7.94 (d, 2H, J = 9.0 
Hz), 7.89 (t, IH, J = 1.8 Hz), 7.76 (s, 
IH), 7.63(d, 2H, J = 9.0Hz) 


161 


K-13 




0 


2H, J = 8.8 Hz), 7.90 (d, 2H, j = 8.1 
Hz), 7.76 (s, IH), 7.50 (d, 2H, J = 8.8 
Hz), 7.38 (d, 2H, J = 8.1 Hz), 2.69 (q, 
2H, J = 7.7 Hz), 1.22 (t, 3H, J = 7.7 Hz) 


162 


K-14 




0 


(bs, Irl), lU.bT (s, 1x1), ii.Z6 (cl, 

IH, J = 2.1 Hz), 7.95 (d, IH, J = 8.4 

Hz), 7.94 (d, 2H, J = 8.4 Hz), 7.84 (d, 

2H, J = 8.4 Hz), 7.76 (s, IH), 7.62 (d, 
-ITT T _ Q n tr-x 


163 


K-15 




0 


12.55 (bs, IH), 10.45 (s, IH). 7.97 (d, 
2H, J = 8.7 Hz), 7.89 (d, 2H, J = 8.4 
Hz), 7.75(8, IH), 7.60 (d, 2H, J = 8.7 

3H) 


164 


.K-16 


Me 


S 


13.79 (bs, IH), 10.53 (s, IH), 7.98 (d, 
2H, J = 8.8 Hz), 7.74 - 7.78 (m, 2H), 

7.24 - 7.44 Cm, 2H), 2.41 (s, 3H) 


165 


K-17 


t-Bu 
HO-0- 
t-Bu 


S 


13.79 (bs, IH), 10.36 (s, IH), 7.93 (d, 
2H, J = 8.7 Hz), 7.68 (s, IH), 7.60 (d, 
2H, J = 8.7 Hz), 7.59 (d, IH, J = 6.9 


166 


K-18 




S 


10.50 (s, IH), 7.98 (d, 2H, J = 8.7 Hz), 
7.90 (d, 2H, J = 8.7 Hz), 7.61 (d, 2H, J = 
8.7 Hz), 7.59 (d, 2H, J = 8.5 Hz), 7.55 
(s, IH), 1.33 (s, 9H) 


167 


K19 




S 


13.79 (bs, IH), 10.62 (s, IH), 8.09 (d, 
2H, J = 8.5 Hz), 7.86 (d, 2H, J = 8.5 
Hz), 7.77 (d, 2H, J = 8.5 Hz), 7.63 (d, 
2H, J = 8.5 Hz), 7.62 (s, IH), 7.50 - 7.55 
(m, 2H), 7.41 - 7.46 (m, IH) 


168 


K-20 


CO" 


s 


13.81 (bs, IH), 10.77 (s, IH), 8.61 (s, 
IH), 8.02 - 8.13 (m, 6H), 7.63 - 7.68 (m, 
5H) 
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^2 1 



#^ 




X 


T 


iH-NMR(5)ppiii 
(DMSO d-6) 


169 


K-21 




S 


13 79 (bs iHl 10 39 Cts IfD 7 97 M 

2H, J = 8.8 Hz), 7.61 (s, IH), 7.60 (d, 
2H, J = 8.8 Hz). 7.59 (d. IH, J = 9.9 
Hz), 7.53 (d, IH, J = 1.8 Hz), 7.07 (d, 
IH. J =8.2 Hz), 6.16(8, 2H) 


170 
1 # u 




Et-TV 


c 


13.79 (s, IH), 10.49 (s, IH), 7.99 (d, 2H, 
J = 8.8 Hz), 7.91 (d, 2H, J = 8.2 Hz), 

7 ft! (ri 9R .T — 8 R H■7^ 7 ftl tVT\ 

7.38 (d, 2H, J = 8.2 Hz), 2.70 (q, 2H, J = 
7.4 Hz), 1.22 (t, 3H, J = 7.4 Hz) 


171 


K-23 




S 


13.79 (bs, IH), 10.49 (s, IH), 7.99 (d, 

OTT T — ft ft 7 ftO 914 T — ft O 

Hz), 7.61 (d, 2H, J = 8.8 Hz), 7.61 (s, 
IH), 7.37 (d, , 2H, J = 8.2 Hz), 2.37 (t, 
2H, J = 7.4 Hz), 1.57 - 1.64 (m, 2H), 

Hz) 


172 


K-24 




s 


13.80 (bs, IH), 10.79 (s, IH), 8.17 (d, 
2H, J = 8.4 Hz), 7.99 (d, 2H, J = 8.7 
Hz), 7.94 (d, 2H, J = 8.4 Hz), 7,64 (d, 


173 


K-25 


CI 


s 


13.80 (bs, IH), 10.71 (s, IH), 7.99 (d, 
2H, J = 1.6 Hz), 7.95 (d, 2H, J = 8.5 
Hz). 7.89 (t, IH, J = 1.9 Hz), 7.63 (d. 
2H. J = 8.5 Hz), 7.61 (s, IH), 


174 


K-26 




s 


13.78 (bs, IH), 10.48 (s, IH), 7.98 (d, 
2H, J = 9.0 Hz), 7.89 (d, 2H, J = 8.1 
Hz), 7.61 (d, 2H, J = 9.0 Hz), 7.61 (s, 
IH), 7.36 (d, 2H. J = 8.1 Hz), 2.40 (s, 
3H) 
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^2 2 



#^ 


#^ 


X 


T 


iH-N]V[R(8)ppin 
(DMSO d-6) 


175 


K-27 




0 


12.57 (bs, IH), 10.88 (s, IH), 8.53 (s, 
IH), 8.15 - 8.19 (m, 2H), 8.07 (d, 2H, J 
= 8.8 Hz), 7.78 (s, IH), 7.65 (d, 2H, J = 
8.8 Hz), 7.50 - 7.55 (m. 2H), 7.40 - 7.45 
(m, IH) 


176 


K-28 




0 


12.58 (bs, IH), 10.91 (s, IH), 8.69 (s, 
IH), 8.48 (d, IH, J = 1.9 Hz), 8.15 (dd, 
IH, J = 8.8 Hz, 1.9 Hz), 8.04 (d, 2H, J 
= 8.8 Hz), 7.78 (d, IH, J = 8.8 Hz), 
7.76 (s, IH), 7.64 (d, IH, J = 8.8 Hz) 


177 


K-29 


Cl 


S 


13.82 (bs, IH), 10.95 (s, IH), 8.72 (s, 
IH), 8.50 (d, IH, J = 1.9 Hz), 8.16 (dd, 
IH, J = 8.5 Hz, 1.9 Hz), 8.08 (d, 2H, J 
= 8.8 Hz), 7.80 (d, IH, J = 8.5 Hz), 
7.67 (d, IH, J = 8.8 Hz), 7.63 (s, IH) 
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^M<^iciIS*L. -fb-g-i^dS)^ 1.39 g#^o 
iH NMR (CDCI3, 6 ppm): 8.38 (s. IH), 7.32 (d. 2H. J = 8.4 Hz). 7.26 (s, IH). 
7.15 (d, 2H, J = 8.4 Hz), 6.54 (s, IH), 4.50 (dd, IH, J = 9.3 Hz, 3.9 Hz), 3.46 (dd, 
10 IH, J= 14.4 Hz, 3.9 Hz), 3.22 (dd, IH, J= 14.4 Hz, 9.3 Hz), 1.52 (s, 9H). 

(^2Xg) 

'(b-a-ife(15)(4.23 g)^S:^'fb> ^w:^(20 inl)*Sj;0? h V 7yV3hni^^(10 ml)\cm 

15 ^Wct t) jg^B^kL-C, 'ft:-a-#)(16)«: 3.8 g#;tc 

m NMR(DMS0-d6, 6 ppm) 7.25 (d, 2H, J = 8.4 Hz), 7.09 (d, 2H, J = 8.4 Hz), 
4.90 (dd, IH, J = 8.7 Hz, 4.5 Hz), 4.35 (dd, IH, J = 14.4 Hz, 4.5 Hz), 3.12 (dd, IH, 
J = 14.4 Hz, 8.7 Hz). 
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(L-l)Sr 103 mg#:/t„ 

iH NMR(DMS0-d6, 6 ppm) 12.02 (bs, IH), 10.41 (s, IH), 7.97 (d, 2H, J = 1.9 
Hz), 7.87 (t, IH, J = 1.9 Hz), 7.69 (d, 2H, J = 8.5 Hz), 7.24 (d, 2H, J = 8.5 Hz). 
4.91 (dd, IH, J = 8.8 Hz, 4.4 Hz), 3.36 (dd, IH, J = 14.3 Hz, 4.4 Hz), 3. 12 (dd, IH, 
J = 14.3 Hz, 8.8 Hz) 

±m(OBLJt^t^m(oR]Z-^n^^. >fi:-e-!fe(L-2)~(L-3)^-&AK L^ho i^mm^t 

^23 iz^ L:/t. 
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#^ 


X 


T 


iH-NMR(6)ppm 
(DMSOd-6). 


179 


L-2 




0 


12.04 (bs, IH), 10.47 (s, IH), 8.14 (d, 
2H, J = 8.2 Hz). 7.92 (d, 2H, J = 8.2 
Hz), 7.72 (d, 2H, J = 8.5 Hz), 7.25 (d, 
2H. J = 8.5 Hz), 4.92 (dd, IH, J = 8.9 
Hz, 4.4 Hz), 3.36 (dd, IH, J = 14.4 Hz, 
4.4 Hz). 3.12 (dd, IH, J = 14.4 Hz, 8.9 
Hz) 


180 


L-3 




0 


12.05 (bs, IH), 10.56 (s, IH), 7.86 (d. 
2H, J = 8.4 Hz), 7.71 (d, 2H, J = 8.7 
Hz), 7.34 (d, 2H, J = 8.7 Hz), 7.22 (d, 
2H, J = 8.4 Hz), 4.91 (dd, IH, J = 9.0 
Hz, 4.5 Hz), 3.34 (dd, IH, J = 13.8 Hz, 
4.5 Hz), 3.10 (dd. IH, J = 13.8 Hz, 9.0 
Hz), 2.66 (t. 2H. J = 7.5 Hz), 1.68 
(quant, 2H, J = 8.1 Hz), 1.26 - 1.37 (m, 
2H).0.91(t,3H. J = 7.5Hz) 
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mmm is i 

o s 
3 



1 XS 



H H 




M-1 



it:i^(143mg), ^2^v'T>®^7'y*=.^> A(42mg)^ v^2h=3rf-:^(25ml)t:i^fi|L. 

iH NMR (DMSO-de, « ppm): 13.91 (bs, IH), 12.49 (s, IH), 11.83 (s. IH). 8.07 - 
8.12 (m. 3H), 7.63 - 7.76 (m, 5H). 



15 



o 



H 




NH 



Me:;?^^^^, Et:J^^>'^'^ nPr: n - T'n fyW, iPrr^T y l/^^'^s nBu:n-y^/U. 
20 iBu:^ y tBu: t - ^ Pen: n - --^>-=?^/l^, Ph: Bni^^^i/ 



73 



wo 01/07423 



PCT/JPOO/04909 



*s dil:i^3— K, diMer:^;?^ thiophene:^^:^- 7 * ii/'. thienyl:^^ 

Py:f y v'/V', pytidine.t'V pyridinium: f y v?=i A , Qmnoline:#/y 

Benzodioxolei^W v^::^"=^ y pyrazinyl: t° 7 v' — /^^ pyrrolyl: t° d y 

pyrrole :t*o—/P^ oxide::^^ K, indole : -I'V' K — zV'v imidazolyl:'!' 5 ^ 
5 )/ y >'W, morpholino:*>'V* y / ^ piperazinyl: i^=->'V, furyl:7 D furan: 

yy^y. thiazolyl:^T y y /Us benzodioxin:'< V / i/;^- . *5 J; 0^ 
benzotb]furan:'< i^i/ [b] y 'y 

(J^C^m No: R6, R7, M. T) = (N-l: Ph, Me, S, S), (N-3: 4-Br-Ph, Me, S, S), (N- 
4: 4-Me-Ph, Me, S. S), (N-5: 4-Ph-Ph, Me, S, S), (N-6: 4-OMe-Ph, Me, S. S), 
. 10 (N-7: 4.tBu-Pli, Me, S, S), (N-8: 4-COOMe-Ph, Me, S, S), (N.9: 4-Pen-Ph, Me, S, 
S), (N-10: 4.N02-Ph, Me, S, S), (N-11: 5-Cl-thiophene-2.yl, Me, S, S), (N-12: 
3-Thienyl, Me, S, S), (N-13: 2.Py, Me, S, S),(N-14: 3-Py, Me, S, S), (N-15: 4-Py, 
Me, S, S), (N-16: 3,4-diF.Ph, Me, S, S), (N-17: 5-Br-thiophene-2-yl, Me, S, S), 
(N-18: 4-C0NH2-Ph, Me, S, S), (N-19: 4-C0N(Me)H-Ph. Me, S, S), (N-20: 4- 

15 C0N(Me)2-Ph, Me, S, S), (N-21: 4-iPrOC(=0)-Ph, Me. S, S), (N-22: 4- 
nBuOC(=0):Ph, Me, S, S), (N-23: 6-Me-pyridine-3-yl, Me. S, S), (N-24: 
Quinoline-3-yl, Me, S. S), (N-25: 4.NH2-PI1, Me, S, S), (N-26: 4-N(Ac)H-Ph, Me, 
S, S), (N-27: 4-OH-Ph, Me, S, S), (N.28: 3,4-di(OH)2-Ph, Me, S, S), (N-29: 3,4- 
di(NH2)-Ph, Me, S, S), (N-30: 3:4.[N(Ac)H]2-Ph, Me, S, S), (N-31: 4.SH-Ph. Me. 

20 S. S). (N-32: 4.SMe-Ph, Me, S, S). (N-33: 3.4-diBr.Ph. Me, S, S), (N-34: 4- 
N(Me)H-Ph, Me, S, S), (N-35: 4-N(Me)2-Ph, Me, S, S), (N-36: 4-N(Me)3*-Ph, Me, 
S, S), (N-37: 4-Et-Ph, Me, S, S), (N-38: 4-iPr-Ph, Me, S, S), (N-39: 4-nPr-Ph. Me, 
S, S), (N-40: 4-nBu.Ph, Me, S, S), (N-41: 4.iBu-Ph, Me, S, S), (N.42: 3,4- 
diMe-Ph, Me, S, S), (N.43: l,3.Benzodioxole.5-yl, Me, S, S), (N.44: N-Me- 

25 pyridinium-4-yl. Me, S, S), (N-45: N-Me-pyridinium-3-yl, Me, S, S), (N-46: 5- 
Me-Pyridine-2.yl, Me, S, S), (N-47: 2.Pyrazinyl, Me, S, S), (N.48: 3-Pyrrolyl, 
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Me, S, S), (N-49: l-Me-pyrrole-3-yl, Me, S, S). (N-50: Pyridine N-oxide-4-yl, Me, 
S, S), (N-51: Pyridine N-oxide-3-yi, Me, S, S), (N.52: 6-OH-pyridine-3-yl, Me, S, 
S), (N-53: 6-SH-pyridiiie-3-yl, Me, S, S), (N-54: l-Ac-pyrrole-3-yl, Me, S, S), 
(N-55: 4-CF3-Ph, Me, S, S), (N-56: 4..CN-Ph, Me, S, S), (N-57: 4-CHO-Ph, Me, S, 
S), (N.58: 3-Cl-Ph, Me, S, S), (N-59: 3-Br-Ph, Me, S, S), (N-60: 3-F-Ph, Me, S, S), 
(N-61; 3-I-Ph, Me, S, S), (N-62: 4-I-Ph, Me, S, S), (N-63: 4-OCF3-Ph, Me, S, S), 
(N-64: 3,4-diI-Ph, Me, S, S), (N-65: Indole-6-yl, Me, S, S), (N-66: 1-Ac-indole- 
6-yl, Me, S, S), (N-67: l-Me-indole-6-yl, Me, S, S), (N-68: 4-(l-Imidazolyl).Ph, 
Me, S, S), (N-69: 4-Morphorino-Ph, Me, S, S), (N-70: 4-(l-Piperazinyl)-Ph, Me, 
S, S), (N-71: 2:5-diMe-thiophene-3-yl, Me. S. S), (N-72: 2-Furyl, Me, S, S), 
(N.73: 5-Me-furan-2-yl, Me, S, S), (N.74: 5-Me-furan-2-yl, Me, S. S), (N-75: 2- 
Thiazolyl, Me, S, S), (N-76: l:4-Benzodioxin-6-yl, Me, S, S), (N-77: 
Benzo[b]furan-2-yl, Me, S, S), (N-78: 4.NH2CH2-Ph, Me, S, S), (N.79: 4- 
N(Me)HCH2-Pli, Me. S, S), (N-80: 4-N(Me)2CH2-Ph, Me, S, S), (N-81:. 6-Cl- 
pyridine-3-yl, Me, S, S), (N.82: 5,6-diCl-pyridine-3-yl, Me, S, S), (N-83: 5-Cl- 
pyridine-2-yl, Me, S, S), (N-84: 4:5-diCl-pyridine-2-yl, Me, S, S), (N-85: 4- 
C1CH2-Bn, Me, S, S), (N-86: Bn, Me, S, S), (N-87: 4-Cl-Bn, Me, S, S), (N-88: 
4-Br-Bn, Me, S, S), (N-89: 4-F-Bii, Me, S, S), (N.90: 3,4-diCl-Bn, Me, S, S), 
(N-91: 3,4-diBr-Bn, Me, S, S), (N-92: 3,4-diF-Bn, Me, S. S), (N-93: 4.C1-Bz, Me, 
S, S), (N-94: 3,4-diCl-Bz, Me, S, S). (N-95: 4-Br-Bz, Me, S, S), (N.96: 3,4- 
diBr-Bz, Me, S, S), (N-97: 4.F-Bz. Me, S, S), (N-98: 3,4-diF-Bz, Me, S, S), (N- 
99: 4-N02-Bn. Me, S, S), (N-lOO: 4-CN-Bn, Me, S, S). (N-lOl: Ph, Et, S. S), 
(N-102: 4-F.Ph, Et, S, S), (N-103: 4-Br.Ph, Et, S, S), (N-104: 4-Me-Ph, Et, S, S), 
(N-105: 4.Ph-Ph, Et, S, S), (N-106: 4-OMe-Ph, Et, S, S), (N-107: 4.tBu-Ph, Et, S, 
S), (N-108: 4-COOMe-Ph, Et, S, S), (N-.109: 4-Pen-Ph. Et, S, S), (N-1.10: 4- 
N02-Ph, Et, S, S), (N-111: 5-Cl-thiophene-2-yl, Et, S, S), (N-112: 3-Thienyl, Et, 
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S, S), (N-113: 2-Py, Et, S, S), (N.114: 3-Py, Et, S, S), (N-115: 4-Py, Et, S, S). 
(N-116: 3,4-diF-Ph, Et, S, S), (N-117: 5-Br-thiophene-2-yl, Et, S, S), (N-118: 
4-CONH2-Ph, Et, S, S), (N-119: 4-C0N(Me)H-Ph, Et, S, S), (N-120: 4- 
C0N(Me)2-Ph, Et, S. S), (N-121: 4.iPrOC(=0)-Ph, Et, S, S), (N.122: 4- 
6 nBuOC(=0).Ph. Et, S, S), (N.123: 6-Me-pyridine-3-yl. Et, S. S). (N-124: 
Quinoline-3-yl, Et, S, S). (N-125: 4-NH2-Ph, Et, S, S), (N-126: 4-N(Ac)H-Ph. Et, 
S, S). (N-127: 4-OH-Ph. Et, S, S), (N-128: 3,4-di(OH)2-Ph, Et, S, S), (N-129: 
3,4-di(NH2)-Ph. Et, S, S), (N-13d: 3:4-[N(Ac)Hl2-Ph, Et, S, S), (N-131: 4.SH-Ph, 
Et, S, S), (N-132: 4-SMe-Ph, Et, S, S), (N.133: 3,4-diBr-Ph, Et, S, S), (N-134: 

10 4-N(Me)H-Ph, Et, S, S), (N.135: 4-N(Me)2-Ph. Et, S, S), (N-136: 4-N(Me)3+-Ph, 
Et, S, S), (N-137: 4-Et-Ph, Et, S, S), (N-138: 4-iPr-Ph, Et. S, S), (N-139: 4- 
nPr-Ph, Et, S, S), (N-140: 4-nBu-Ph. Et, S, S), (N-141: 4-iBu-Ph, Et, S, S), 
(N.142: 3,4-diMe-Ph, Et, S, S), (N-143: l,3.Benzodioxole-5-yl, Et, S, S), (N-144: 
N-Me-pyridmiuiii-4-yl, Et, S, S), (N-145: N-Me-pyridinium-3-yl, Et, S, S), (N- 

15 146: 5-Me-Pyridine.2.yl, Et, S, S), (N.147: 2-Pyraziiiyl. Et, S, S), (N-148: 3- 
Pyrrolyl, Et, S. S), (N-149: l-Me-pyrrole-3-yl, Et, S, S), (N-150: Pyridine N- 
oxide-4-yl, Et, S, S), (N-151: Pyridine N-oxide-3-yl, Et, S, S), (N-152: 6-OH- 
pyridine-3-yl, Et, S, S), (N-153: 6-SH-pyridine-3-yl, Et, S, S), (N-154: l-Ac- 
pyrrole-3-yl, Et, S, S), (N-155: 4-CF3-Ph, Et, S, S), (N-156: 4-CN-Ph, Et, S, S), 

20 (N-157: 4-CHO-Ph, Et, S, S), (N-158: 3-Cl-Ph, Et, S, S), (N-159: 3-Br-Ph, Et, S, 
S), (N-160: 3-F-Ph, Et, S,'S), (N-161: 3-I-Ph, Et, S, S), (N-162: 4-I-"Ph, Et, S, S), 
(N-163: 4-OCF3-Ph, Et, S, S), (N-164: 3,4-diI-Ph, Et, S. S), (N-165: Indole-6-yl, 
Et, S, S), (N-166: l-Ac-indole-6-yl, Et, S, S), (N-167: l-Me-indole-e-yl, Et, S, S), 
(N-168: 4-(l-Imidazolyl)-Ph, Et, S, S), (N-169: 4.Morphorino-Ph, Et, S, S), 

25 (N-170: 4-(l-Piperazinyl)-Ph, Et, S, S), (N-171: 2:5-diMe-thiophene-3-yl, Et, S, 
S), (N-172: 2-Furyl, Et, S, S), (N.173: 5-Me-furan.2-yl, Et, S, S), (N-174: 5- 
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Me-furan-2-yl, Et, S, S), (N-175: 2-Thiazolyl, Et, S, S), (N-176: 1:4- 
Benzodioxin-6-yI, Et, S, S), (N-177: Benzo[b]furan-2-yl, Et, S, S), (N-178: 4- 
NH2CH2-Ph, Et, S, S), (N-179: 4-N(Me)HCH2-Ph. Et, S, S), (N-180: 4- 
N(Me)2CH2-Ph, Et, S, S), (N-181: 6-Cl-pyridine-3-yl, Et, S, S), (N-182: 5,6- 
5 diCl-pyridine-3-yl, Et, S, S), (N-183: 5-Cl-pyridine-2.yl, Et, S, S), (N-184: 
4:5-diCl-pyridine-2-yl, Et, S, S), (N-185: 4-ClCH2-Bn, Et, S, S), (N-186: Bn, Et, 
S, S), (N-187: 4-Cl-Bn. Et, S, S), (N-188: 4.Br.Bn, Et, S, S), (N-ISS: 4-F-Bn. Et, 
S, S), (N-190: 8,4-diCl-Bn, Et, S, S), (N-1.91:^8,4.diBr-Bn, Et, S, S),. (N-l.^Si: ' 
3,4-diF-Bii, Et, S, S), (N-193: 4-Cl-Bz, Et, S, S), (N-194: 3,4-diCl-Bz, Et, S. S), 

10 (N-195: 4-Br-Bz, Et, S, S), (N-196: 3,4-diBr-Bz, Et, S, S), (N-197: 4-F-Bz, Et, S, 
S), (N-198: 3,4-diF-Bz, Et, S, S), (N.199: 4-N02-Bu, Et, S, S), (N-200: 4-CN-Bn, 
Et, S, S). (N-201: Ph, COOMe, S. S), (N.203: 4-Br-Ph, COOMe, S, S), (N-204: 
4-Me-Ph, COOMe, S, S), (N-205: 4-Ph-Ph, COOMe, S, S), (N-206: 4-OMe-Ph, 
COOMe, S, S), (N-207: 4-tBu-Ph, COOMe, S, S), (N-208: 4-COOMe-Ph, COOMe, 

15 S, S), (N-209: 4-Pen-Ph, COOMe, S, S), (N-210: 4-N02-Ph, COOMe, S, S), (N- 
211: 5-Cl-thiophene-2-yl, COOMe, S, S), (N-212: 3-Thienyl, COOMe, S, S), 
(N-213: 2.Py, COOMe, S, S), (N-214: 3-Py, COOMe, S, S), (N-215: 4-Py, COOMe, 
S, S), (N-216: 3,4-diF-Ph, COOMe, S, S), <N.217: 5-Br-thiophene-2-yl, COOMe, 
S, S), (N.218: 4-CONH2-Ph, COOMe, S, S), (N-219: 4-C0N(Me)H.Ph. COOMe. S, 

20 S). (N-220: 4-CON(Me)2-Ph, COOMe, S. S), (N-221: 4-iPrOC(=0)-Ph, COOMe, S. 
S), (N-222: 4-nBuOC(=0)-Ph, COOMe, S, S), (N-223: 6-Me-pyridine-3-yl, 
COOMe, S, S), (N-224: Quinoline-3-yl, COOMe, S, S). (N-225: 4.NH2-Ph, 
COOMe, S, S), (N.226: 4-N(Ac)H-Ph, COOMe, S, S), (N-227: 4.0H-Ph, COOMe, 
S. S), (N.228: 3,4-di(OH)2-Ph, COOMe, S, S), (N.229: 3,4-di(NH2)-Ph, COOMe, 

25 S, S), (N-230: 3:4-[N(Ac)H]2-Ph, COOMe, S, S), (N.231: 4-SH-Ph, COOMe. S, S), 
(N-232: 4-SMe-Ph. COOMe. S, S). (N-233: 3.4.diBr-Ph. COOMe. S, S), (N.234: 
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4-N(Me)H-Ph, COOMe, S, S), (N-235: 4.N(Me)2-Ph, COOMe, S, S), (N-236: 4- 
N(Me)3+-Ph, COOMe.' S, S), (N-237: 4.Et-Ph, COOMe, S, S), (N-238: 4-iPr-Ph, 
COOMe, S, S), (N.239: 4-nPr-Ph, COOMe, S, S), (N-240: 4-nBu-Ph, COOMe, S, 
S), (N-241: 4-iBu-Ph, COOMe, S, S), (N-242: 3,4-diMe-Ph, COOMe, S, S), (N- 
243: l,3-Benzodioxole-5-yl, COOMe, S, S), (N-244: N-Me-pyridinium-4-yl, 
COOMe, S, S), (N-245: N-Me-pyridinium-3-yl, COOMe, S, S), (N-246: 5-Me- 
Pyridine-2-yl, COOMe, S, S), (N-247: 2-Pyra2inyl, COOMe, S. S), (N-248: 3- 
Pyrrdlyi. CdOMe, S, S), (N-249: l-Me-pyrrole-3-yl, COOMe,. S, S), (N-250: 
Pyridine N-oxide-4-yl, COOMe, S, S), (N-251: Pyridine N-oxide-3-yl, COOMe, S, 
S), (N-252: 6-OH-pyridine-3-yl, COOMe, S, S), (N-253: 6-SH-pyridine-3-yl, 
COOMe, S, S), (N-254: l.Ac-pyrrole-3-yl, COOMe, S, S), (N-255: 4-CF3-Ph, 
COOMe, S, S), (N-256: 4-CN-Ph, COOMe, S, S), (N-257: 4-CHO-Ph, COOMe, S, 
S), (N.258: 3-Cl-Ph. COOMe, S, S), (N-259: 3-Br-Ph, COOMe, S, S), (N-260: 3- 
F-Ph, COOMe, S, S), (N-261: 3-I-Ph, COOMe, S, S), (N-262: 4-I-Ph, COOMe, S, 
S), (N-263: 4-OCF3-Ph, COOMe^ S, S), (N-264: 3,4-diI.Ph, COOMe, S. S), (N- 
265: Indole-6-yl, COOMe, S, S), (N-266: l-Ac-indole-6-yI, COOMe, S, S), (N- 
267: l-Me-indole-6-yl, COOMe, S, S), (N-268: 4-(l-Imidazolyl)-Ph, COOMe, S, 
S), (N-269:. 4-Morphorino-Ph, COOMe,. S, S), (N-270: 4-(l-Piperazinyl).Ph, 
COOMe, S, S), (N-271: 2:5-diMe..thiophene-3-yl, COOMe, S, S), (N-272: 2.Furyi, 
COOMe, S, S), (N-273: 5-Me-furan-2-yl, COOMe, S, S), (N-274: 5-Me-furan.2- 
yl, COOMe, S, S), (N-275: 2-Thiazolyl, COOMe, S, S), (N-276: 1:4- 
Benzodioxin-6-yl, COOMe, S, S), (N-277: Benzo(b]furan-2-yl, COOMe, S, S), 
(N-278: 4-NH2CH2-Ph, COOMe, S, S), (N.279: 4.N(Me)HCH2-Ph, COOMe, S, S), 
(N-280: 4.N(Me)2CH2-Ph, COOMe, S, S), (N.281: 6-Cl-pyridine-3-yl, COOMe, S, 
S), (N-282: 5,6-diCl-pyridine.3-yl, COOMe, S, S)", (N.283: 5-Cl-pyridine-2-yl, 
COOMe. S, S), (N-284: 4:5-diCl-pyridine-2-yl, COOMe, S, S), (N-285: 4- 
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C1CH2-Bn. COOMe, S, S), (N-286: Bn, COOMe, S, S), (N-287: 4-Cl-Bn, COOMe, 
S, S), (N-288: 4.Br-Bn, COOMe, S, S), (N-289: 4.F.Bn, COOMe, S, S), (N.290: 
3.4-diCl-Bn, COOMe, S, S), (N-291: 3,4-diBr-Bn. COOMe, S, S), (N-292: 3,4- 
diF-Bn, COOMe, S, S), (N-293: 4.C1-Bz, COOMe, S, S), (N-294: 3,4-diCl-Bz, 
5 COOMe, S, S), (N-295: 4.Br.Bz, COOMe, S, S), (N.296: 3,4-diBr-Bz, COOMe, S, 
S), (N-297: 4-F-Bz, COOMe, S, S), (N-298: 3,4-diF-Bz, COOMe, S, S), (N-299: 
4-N02-Bn, COOMe, S. S), (N-SOO: 4-CN-Bn, COOMe, S, S), (N-302: H. 4.F-Ph, S, 
S), (N-303: H, 4-Br-Ph, S, S), (N-304: H, 4.Me-Ph, S, S), (N.305: H, 4-Ph-Ph, S, 
S), (N-306: H, 4-OMe-Ph, S, S), (N-307: H, 4-tBu-Ph, S, S), (N-308: H, 4- 

10 COOMe-Ph, S, S), (N-309: H, 4.Pen-Ph, S, S), (N.310: H, 4-N02-Ph, S, S), (N- 
311: H, 5-Cl-thiophene-2-yl, S, S), (N-312: H, 3-Thienyl, S, S), (N-313: H, 2-Py, 
S, S), (N-314: H, 3-Py. S, S), (N.315: H, 4-Py, S, S), (N-316: H, 3,4-diF.Ph, S, S), 
(N-817: H, 6-Br.thiophene-2-yl, S, S), (N-318: H, 4-CONH2-Ph, S, S), (N-319: H, 
4-C0N(Me)H-Ph, S, S), (N-320: H, 4-CON(Me)2-Ph, S, S), (N-321: H, 4- 

15 iPrOC(=0)-Ph, S, S), (N-322: H, 4.nBuOC(=0)-Ph, S, S), (N.323: H, 8-Me- 
pyridine-3-yl, S. S), (N.324: H, Quinolme-3-yl, S. S), (N-325: H, 4-NH2-Ph, S, 
S), (N-326: H, 4-N(Ac)H-Ph, S, S), (N.327: H, 4-OH-Ph, S, S), (N-328: H, 3,4- 
di(0H)2-Pli, S, S), (N-329: H, 3,4-di(NH2)-Pli, S, S), (N-330: H, 3:4-[N(Ac)H]2- 
Ph, S, S), (N-331: H, 4-SH-Ph, S, S), (N-332: H, 4-SMe-Ph, S, S), (N-333: H, 

20 3,4-diBr-Ph, S, S), (N-334: H, 4.N(Me)H-Ph, S. S), (N-335: H, 4.N(Me)2-Ph, S, 
S), (N-336: H, 4-N(Me)3*-Ph, S, S), (N-337: H, 4-Et-Ph, S, S), (N-338: H, 4- 
iPr-Ph, S. S). (N.339: H. 4-nPr-Ph, S, S), (N-340: H, 4-nBu.Ph, S, S), (N-341: H, 
4-iBu-Ph, S, S), (N.342: H, 3,4-diMe-Ph, S, S), (N.343: H, l,3-Benzodioxole-5- 
yl, S, S), (N-344: H, N-Me-pyridinium.4-yl, S, S), (N.345: H, N-Me- 

25 pyridinium-3-yl, S, S), (N-346: H, 5-Me-Pyridine-2-yl, S, S), (N-347: H, 2- 
Pyrazinyl. S, S), (N-348: H. 3-Pyrrolyl, S. S), (N-349: H, l-Me-pyrrole-3-yl, S. 
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S). (N-350: H, Pyridine N-oxide-4-yl. S, S), (N-351: H, Pyridine N-oxide-3-yl, S, 
S), (N-352: H, 6-OH-pyridine-3-yl, S, S), (N.353: H, 6-SH-pyridine-3-yl, S, S), 
(N-354: H. l-Ac-pyrrole-3-yl, S, S), (N.355: H,.4-CF3-Ph, S, S), (N-356: H, 4- 
CN.Ph, S, S), (N-357: H, 4.CH0-Ph, S, S), (N.358: H, 3-Cl-Ph, S. S), (N.359: H, 
5 3-Br^Ph, S, S), (N-360: H, 3.F-Ph, S, S), (N.361: H, 3-I-Ph, S. S), (N-362: H, 
4-I-Ph, S, S), (N-363: H, 4-OCF3-PI1, S, S), (N-364: H, 3,4-diI-Ph, S, S), (N-365: 
H, Indole-6-yl, S. S), (N-366: H, l-Ac-indole-S-yl, S. S), (N-367: H, l-Me- 
indole-6-yl. S, S), (N-368: H, 4-(l.Iinidazolyl)-Ph, S, S), (N-369: H, 4- 
Morphorino-Ph, S, S). (N-370: H, 4.(l.Piperazinyl)-Ph, S, S), (N-371: H, 2:5- 

10 diMe-thiophene-3-yl, S, S), (N-372: H, 2-Furyl, S, S), (N-373: H, 5-Me-furan- 
2-yl, S, S), (N-374: H, 5-Me-furan-2-yl, S, S), (N-375: H, 2.Thiazolyl, S, S), 
(N-376: H, l:4-Benzodioxin-6-yl, S, S), (N-377: H, Benzo[b]furan-2-yl, S, S), 
(N-378: H, 4.NH2CH2-Ph, S, S). (N-379: H, 4-N(Me)HCH2-Ph, S, S), (N-380: H, 
4-N(Me)2CH2-.Ph, S, S), (N-381: H, 6-Cl-pyridine-3-yl. S, S). (N-382: H, 5,6- 

15 diCl-pyridine-3-yl, S, S), (N-383: H, 6-Cl-pyridine-2-yl, S, S), (N.384: H, 4:5- 
diCl-pyridine-2-yl, S, S), (N-385: H, 4.C1CH2-Bn, S, S). (N-386: H, Bn, S, S), 
(N.387: H, 4-Cl-Bii, S, S), (N.388: H, 4-Br.Bn, S, S), (N-389: H, 4-F.Bn, S, S), 
(N.39O: H, 3,4-diCl-Bn, S. S), (N-391: H. 3,4.diBr-Bn, S, S), (N-392: H, 3,4- 
diF-Bn, S. S), (N-393: H, 4.C1-Bz, S, S), (N.394: H, 3,4-diCl-Bz, S, S). (N-395: H, 

20 4-Br.Bz, S, S). (N-396: H, 3,4-diBr-Bz, S. S), (N-397: H, 4-F-Bz, S, S), (N-398: H, 
3,4-diF-Bz, S, S), (N-399: H, 4-N02-Bn, S, S), (N-400: H, 4-CN-Bn, S, S), (N- 
401: Me, Ph, S, S), (N-402: Me, 4-F-Ph. S, S), (N-403: Me, 4-Br.Ph, S, S), (N- 
404: Me, 4-Me.Ph, S, S), (N-405: Me, 4.Ph-Ph, S, S), (N-406: Me, 4-OMe-Pli, S, 
S), (N-407: Me, 4-tBu-Ph, S, S), (N-408: Me, 4-COOMe-Ph, S, S), (N-409: Me, 

25 4-Pen-Ph, S, S), (N-410: Me, 4-N02-Ph, S, S), (N-411: Me, 5-Cl-thiophene-2-yl, 
S, S), (N-412: Me, 3-Thienyl, S, S), (N-413: Me, 2-Py, S, S), (N-414: Me, 3-Py, S, 
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S), (N-415: Me. 4-Py, S, S), (N-416: Me. 3,4-diF-Ph. S, S), (N-417: Me, 5-Br- 
thiophene-2.yl. S, S), (N-418: Me. 4-CONH2-Ph, S, S), (N.419: Me, 4- 
CON(Me)H-Ph. S, S), (N-420: Me, 4-CON(Me)2-Ph. S, S), (N-421: Me, 4- 
iPrOC(=0)-Ph, S, S), (N-422: Me, 4-nBuOC(=0)-Ph, S, S), (N-423: Me, 6-Me- 
5 pyridine-3-yl, S, S), (N-424: Me, Quinoline-3-yl, S, S), (N-425: Me, 4-NH2-Ph, S, 
S), (N-426: Me, 4-N(Ac)H-Ph, S. S), (N-427: Me, 4-OH-Ph, S, S), (N-428: Me, 
3,4-di(OH)2-Ph, S, S), {N-429: Me, 3,4.di(NH2)-Ph, S, S), (N-430: Me, 3:4- 
[N(Ac)H]2-Ph, S, S), (N-431: Me, 4-SH-Ph, S, S), (N-432: Me, 4-SMe-Ph, S, S). 
(N-433: Me, 3,4-diBr-Pli, S, S), (N-434: Me, 4-N(Me)H.Ph, S, S), (N-435: Me, 

10 4-N(Me)2-Ph, S, S), (N.436: Me, 4-N(Me)3*-Ph, S, S), (N-437: Me, 4-Et-Ph, S, S), 
(N-438: Me, 4-iPr-Ph, S, S), (N-439: Me, 4-nPr-Ph, S, S), (N-440: Me, 4-nBu.Ph, 
S, S), (N-441: Me, 4-iBu-Ph, S, S). (N-442: Me, 3,4-diMe-Ph, S, S), (N.443: Me, 
l,3-Benzodioxole-5-yl, S, S), (N-444: Me. N.Me-pyridinium-4-yl, S, S), (N-445: 
Me, N-Me-pyridinium-3-yl, S, S), (N-446: Me, 5-Me-Pyridine-2-yl, S, S), (N- 

15 447: Me, 2-Pyrazinyl, S, S), (N-448: Me, 3-Pyrrolyl, S, S), (N-449: Me, 1-Me- 
pyrrole-3-yl, S, S), (N-450: Me, Pyridine N-oxide-4-yl, S, S), (N-451: Me, 
Pyridine N-oxide-3-yl, S, S), (N-452: Me, 6-OH-pyridine-3-yl, S, S), (N-453: Me, 
6-SH-pyridine-3-yl, S, S), (N-454: Me, l-Ac-pyrrole-3-yl, S, S), (N.455: Me, 4- 
CF3-Ph, S, S), (N-456: Me, 4.CN-Ph, S, S), (N-457: Me, 4-CHO-Ph, S, S), (N- 

20 458: Me, 3-Cl-Ph, S, S), (N-459: Me, 3-Br-Ph, S, S), (N-460: Me, 3-F-Ph, S, S), 
(N-461: Me, 3-I-Ph, S, S), (N.462: Me, 4-I-Ph, S, S), (N-463: Me, 4.0CF3-Ph, S, 
S), (N-464: Me, 3,4-diI-Ph, S, S), (N-465: Me, Indole-6-yl, S, S), (N-466: Me, 

1- Ac-indole-6-yI. S, S), (N-467: Me, l-Me-indole-6-yl, S, S). (N-468: Me, 4.(1- 
Imidazolyl)-Ph, S, S), (N-469: Me, 4-Morphorino-Ph, S, S), (N-470: Me, 4.(1- 

25 Piperazinyl)-Ph, S, S), (N-471: Me, 2:5-diMe-thiophene-3-yl, S, S), (N-472: Me, 

2- Furyl, S, S), (N-473: Me, 5-Me-furan-2-yl, S, S), (N-474: Me, 5-Me-furan.2- 
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yl, S, S), (N-475: Me, 2-Thiazoiyl, S, S), (N-476: Me, l:4-Benzodioxm-6-yl, S, S), 
(N-477: Me, Benzo[b]furaii-2-yl, S, S), (N-478: Me, 4-NH2CH2-Ph, S, S), (N-479: 
Me, 4.N(Me)HCH2-Ph, S, S). (N-480: Me. 4-N(Me)2CH2-Ph, S, S), (N-481: Me, 
6-Cl-pyridine-3-yl, S, S), (N-482: Me, 5,6-diCl-pyridine-3-yl, S, S), (N-483: Me, 
5 5-Cl-pyridine-2-yl, S, S), (N.484: Me, 4:5-diCl-pyridme-2-yl, S, S), (N.485: Me, 
4-ClCH2-Bn, S, S), (N-486: Me, Bn, S, S), (N-487: Me, 4-Cl-Bn, S, S), (N-488: 
Me, 4.Br-Bn, S, S), (N.489: Me, 4-F.Bn, S, S), (N-490: Me, 3,4-diCl-Bn, S, S), 
(N.491: Me, 3,4-diBr.Bn, S, S), (N.492: Me, 3,4-diF.Bn, S, S), (N-493: Me, 4- 
Cl-Bz, S, S), (N-494: Me, 3,4-diCl-Bz, S, S), (N-495: Me, 4-Br-Bz, S. S), (N-496: 

10 Me, 3,4-diBr-Bz, S, S), (N-497: Me, 4-F-Bz, S, S), (N-498: Me, 3,4-diF-Bz, S, S), 
(N-499: Me, 4-N02-Bn, S, S), (N-500: Me, 4-CN-Bn. S, S), (N-501: Et, Ph, S, S), 
(N-502: Et, 4-F-Ph, S. S), (N.503: Et, 4-Br-Ph, S, S), (N-504: Et, 4-Me-Ph, S, S), 
(N-505: Et, 4-Ph-Ph, S. S), (N-506: Et, 4-OMe-Ph, S, S), (N-507: Et, 4-tBu-Ph, S, 
S), (N-508: Et, 4.C00Me-Ph, S, S), (N-509: Et, 4-Pen-Ph, S, S), (N-510: Et, 4- 

15 N02-Ph, S, S), (N-511: Et, 5-Cl-thiophene-2-yl, S, S), (N-512: Et, 3-Thienyl, S, 
S), (N-513: Et, 2-Py, S, S), (N-514: Et, 3-Py, S, S), (N-515: Et, 4-Py, S, S), (N- 
516: Et, 3,4-diF-Ph, S, S), (N-517: Et, 5-Br-thiophene-2-yl, S, S), (N-518: Et, 
4-CONH2-Ph, S, S), (N-519: Et, 4-C0N(Me)H-Ph, S. S), (N-520: Et, 4- 
b0N(Me)2-Ph, S, S). (N-521: Et, 4-iPrOC(=0)-Ph, S, S), (N-522: Et, 4- 

20 nBuOC(=0)-Ph, S, S), (N-523: Et, 6-Me-pyridine-3-yl, S. S), (N-524: Et, 
Quinoline-3-yl, S, S), (N-525: Et, 4.NH2-Ph, S, S), (N-526: Et, 4-N(Ac)H-Ph, S, 
S), (N-527: Et, 4-OH-Ph, S, S), (N-528: Et, 3,4-di(OH)2-Ph, S, S), (N-529: Et, 
3.4-di(NH2)-P.li, S. S). (N.530: Et, 3:4-IN(Ac)H]2-Ph, S, S). (N-531: Et, 4.SH.Ph, 
S, S), (N-532: Et, 4-SMe-Ph, S, S), (N-533: Et, 3,4-diBr-Ph, S, S), (N-534: Et, 

25 4-N(Me)H-Ph, S, S), (N-535: Et, 4-N(Me)2-Ph, S, S), (N-536: Et, 4-N(Me)3+-Ph, 
S, S), (N.537: Et, 4-Et-Ph, S, S), (N.538: Et, 4.iPr-Ph, S, S). (N-539: Et, 4- 
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nPr-Ph, S, S), (N-540: Et, 4-nBu-Ph, S, S), (N-541: Et, 4-iBu-Ph, S, S), (N-542: 
Et, 3,4-diMe-Ph, S, S), (N-543: Et, l,3-Benzodioxole-5-yl, S, S), (N-544: Et, 
N-Me-pyridinium-4-yl, S, S), (N-545: Et, N-Me-pyridinium-S-yl, S, S), (N-546: 
Et, 5-Me-Pyridiiie-2-yl, S, S), (N-547: Et, 2-Pyrazinyl, S, S), (N-548: Et, 3- 
5 Pyrrolyl, S, S), (N-549: Et, l-Me-pyrrole-3-yl, S, S). (N-550: Et. Pyridine N- 
oxide-4-yl, S, S), (N-551: Et, Pyridine N-oxide-3-yl, S, S), (N-552: Et, G-OH- 
pyridine-3-yl, S, S). (N-553: Et, 6-SH-pyridine-3-yl, S, S), (N-554: Et, l-Ac- 
pyrrole-3-yl, S, S), (N.555: Et, 4-CF3-Ph, S, S), (N-556: Et, 4-CN-Ph, S, S), 
(N.557: Et, 4-CHO-Ph, S, S), (N-558: Et, 3-Cl-Ph, S, S), (N-559: Et, 3-Br-Ph, S, 

10 S), (N-560: Et, 3-F-Ph, S, S), (N-561: Et, 3-I-Ph, S, S), (N-562: Et, 4-I-Ph, S, S), 
(N-663: Et, 4-0CF3-Ph, S, S), (N-564: Et, 3,4.diI-Ph, S, S), (N-565: Et, Indole- 
6-yl, S, S), (N-566: Et, l-Ac-indole-S-yl. S, S), (N-567: Et, l-Me-indole-6-yl, S, 
S), (N-568: Et, 4-(l-Imidazolyl)-Ph, S, S), (N-569: Et, 4-Morphorino-Ph. S, S), 
(N-570: Et, 4-(l-Piperazinyl)-Ph, S, S), (N-571: Et, 2:5-diMe-thiophene-3-yl, S, 

15 S), (N-572: Et, 2-Furyl, S, S), (N.578: Et, 5-Me-furan-2-yl, S, S), (N-574: Et, 
5-Me-furan-2-yl, S, S), (N-475: Et, 2-Thiazolyl, S, S), (N-576: Et, 1:4- 
Benzodioxin-6-yl, S, S), (N-577: Et, Benzo[b]furan-2-yl, S, S), (N-578: Et, 4- 
NH2CH2-Ph, S, S), (N-579: Et, 4.N(Me)HCH2-Ph, S, S), (N.580: Et, 4- 
N(Me)2CH2-Ph, S, S), (N-581: Et, 6rCl-pyridine-3-yl, S, S), (N-582: Et, 5,6- 

20 diCl-pyridine-3-yl, S, S), (N-583: Et, 5-Cl-pyridine-2-yl, S, S), (N-584: Et, 
4:5-diCl-pyridine-2-yl, S, S), (N-585: Et, 4-ClCH2-Bn, S, S), (N-586: Et, Bn, S, 
S), (N-587: Et. 4-Cl-Bn, S, S), (N-588: Et, 4-Br-Bn, S, S), (N-589: Et, 4-F-Bn, S, 
S), (N-590: Et. 3.4-diCl-Bn. S. S), (N-591: Et, 3.4-diBr-Bn, S, S), (N-592: Et, 
3,4-diF-Bn, S, S), (N.593: Et, 4-Cl-Bz, S, S), (N.594: Et, 3,4-diCl-Bz. S, S). 

25 (N-595: Et, 4-Br.Bz, S, S), (N-596; Et, 3,4-diBr-Bz, S, S), (N-597: Et, 4-F-Bz. S, 
S), (N-598: Et, 3,4-diF-Bz, S, S). (N-599: Et,-4-N02-Bn, S, S), (N-600: Et, 4- 
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CN-Bn, S, S), (N-eOl: COOMe, Ph, S, S), (N-602: COOMe, 4-F-Ph, S, S), (N-603: 
COOMe, 4-Br:Ph, S, S), (N-604: COOMe, 4-Me-Ph, S, S), (N-605: COOMe, 4- 
Ph-Ph, S, S), (N-606: COOMe, 4-OMe-Ph, S, S), (N-607: COOMe, 4.tBu-Ph, S, 
S), (N-608: COOMe, 4-COOMe-Ph, S, S), (N-609: COOMe, 4-Pen-Ph, S, S), (N- 
5 510: COOMe, 4-N02-Ph, S, S), (N.611: COOMe, 5.Cl-thiophene.2-yl, S, S), 
(N-612: COOMe, 3-Thienyl, S, S), (N-513: COOMe, 2-Py, S, S), (N-614: COOMe, 
3-Py, S. S), (N-615: COOMe, 4-Py. S, S), (N-616: COOMe, 3,4-diF-Ph, S, S), 
(N-617: COOMe, 5-Br-thiophene-2-yl. S, S). (N-618: COOMe, 4-CONH2-Ph, S, 
S), (N-619: COOMe, 4-C0N(Me)H.Ph, S, S), (N-620: COOMe, 4-C0N(Me)2-Ph, 

10 S, S), (N-621: COOMe, 4-iPr0C(=0)-Ph, S, S), (N-622: COOMe, 4- 
nBuOC(=0)-Ph, S, S), (N-623: COOMe, 6-Me-pyridine-3-yl, S, S), (N-624: 
COOMe. Quinoline-3-yl, S, S), (N-625: COOMe, 4.NH2-Ph, S, S), (N-626: 
COOMe, 4-N(Ac)H-Ph, S, S), (N.627: COOMe, 4-OH-Ph, S, S), (N-628: COOMe, 
3,4-(li(0H)2-Ph, S, S), (N-629: COOMe, 3,4-di(NH2)-Ph, S, S), (N-630: COOMe, 

15 3:4.[N(Ac)H]2-Ph, S, S). (N-631: COOMe, 4-SH.Ph, S, S), (N-632: COOMe, 4- 
SMe-Ph. S, S), (N-633: COOMe, 3,4-diBr-Ph, S, S), (N-634: COOMe, 4- 
N(Me)H-Ph, S, S), (N-635: COOMe, 4-N(Me)2-Ph, S, S), (N-G36: COOMe, 4- 
N(Me)3+-Ph, S, S). (N-637: COOMe, 4-Et-Ph, S, S), (N-638: COOMe, 4-iPr-Ph, S, 
S), (N-639: COOMe, 4-nPr-Ph, S, S). (N-640: COOMe, 4-nBu-Ph, S, S), (N-641: 

20 COOMe, 4-iBu-Ph, S, S), (N-642: COOMe, 3.4-diMe-Ph, S, S), (N-643: COOMe, 
l,3-Benzodioxole-5-yl, S, S), (N-644: COOMe, N-Me-pyridinium-4-yl, S, S), 
(N-645: COOMe, N-Me-pyridinium-3-yl, S, S), (N-646: COOMe, 5-Me- 
Pyridine-2.yl, S, S). (N-647: COOMe, 2-Pyrazinyl, S, S), (N-648: COOMe, 3- 
Pyrrolyl, S, S), (N.649: COOMe, . l-Me-pyrrole-3-yl, S, S), (N-650: COOMe, 

25 Pyridine N-oxide-4-yl, S, S), (N-651: COOMe, Pyridine N-oxide-3-yl, S, S), 
(N-652: COOMe, 6-OH-pyridine-3-yl,'S, S), (N-653: COOMe, 6-SH-pyridine-3- 
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yl, S, S), (N-654: COOMe, l-Ac-pyrrole-S-yl. S, S), (N-655: COOMe, 4-CF3-Ph, S, 
S), (N-656: COOMe, 4-CN-Ph, S, S), (N-657: COOMe, 4-CHO-Ph; S, S), (N-658: 
COOMe, 3-Cl-Ph, S, S), (N-659: COOMe, 3-Br.Ph, S, S), (N-660: COOMe, 3-F- 
Ph, S, S), (N-661: COOMe. 3-I-Ph, S, S), (N-662: COOMe, 4-I-Ph, S, S), (N-663: 
5 COOMe, 4-OCF8-Ph, S, S), (N-664: COOMe, 3,4-diI-Ph, S, S), (N-665: COOMe, 
Indolo-6-yl, S, S), (N-666: COOMe, l-Ac-indole-6-yl, S, S), (N-667: COOMe, 1- 
Me.indole-6-yl, S, S), (N-668: COOMe, 4-(l-ImidazolyI)-Ph, S, S), (N-669: 
COOMe, 4-Morphorino-Ph, S, S), (N.670: COOMe, 4.(l.Piperazinyl).Ph, S, S), 
(N-671: COOMe, 2:5-diMe-thiophene-3-yl, S, S), (N-672: COOMe, 2-Furyl, S, S), 

10 (N-673: COOMe, 5-Me-furan-2-yl, S, S), (N-674: COOMe, 5-Me-furan-2-yl, S, S), 
(N-675: COOMe, 2-Th.iazolyl, S, S), (N-676: COOMe, l:4-Benzodioxin-6-yl, S, 
S), (N-577: COOMe, Benzo[b]furan-2-yl, S, S), (N-678: COOMe, 4-NH2CH2-PI1, 
S, S), (N-679: COOMe, 4-N(Me)HCH2-Ph, S, S), (N.680: COOMe, 4- 
N(Me)2CH2-Ph, S. S), (N-681: COOMe, 6-Cl-pyridine-3-yl, S, S), (N-682: 

15 COOMe, 5.6-diCl-pyridine-3-yl, S. S), (N-683: COOMe, 5-Cl-pyridine-2-yl, S, 
S), (N-684: COOMe, 4:5-diCl-pyridine-2-yl, S, S), (N-685: COOMe, 4-ClCH2-Bn, 
S, S). (N-686: COOMe, Bn, S, S), (N-687: COOMe, 4-Cl.Bn, S, S), (N-688: 
COOMe, 4-Br-Bn, S, S), (N-689: COOMe, 4-F-Bn, S, S), (N.690: COOMe, 3,4- 
diCl-Bn, S, S), (N.691: COOMe, 3,4-diBr-Bn, S, S), (N-692: COOMe, 3,4.diF-Bn, 

20 S, S), (N-693: COOMe, 4-Cl-Bz, S, S), (N-694: COOMe, 3,4.diCl-Bz, S, S), (N- 
695: COOMe, 4-Br-Bz, S, S), (N-696: COOMe, 3,4-diBr-Bz, S, S), (N-697: 
COOMe, 4-F-Bz, S, S), (N.698: COOMe, 3,4-diF-Bz, S, S), (N-699: COOMe, 4- 
N02-Bn, S, S). (N-700: COOMe, 4-CN-Bn. S, S), (N.701: Ph, H, 0, S), (N.702: 
4-F-Ph, H, 0, S), (N-703: 4-Br-Ph, H, O, S), (N-704: 4-Me-Ph, H, 0, S), (N-705: 

26 4-Ph-Ph, H, 0, S), (N-706: 4-OMe-Ph, H, O, S), (N-707: 4-tBu-Ph, H, 0, S), 
(N-708: 4-COOMe-Ph, H, 0, S), (N-709: 4-Pen-Ph. H, 0, S), (N-710: 4-N02-Ph, 
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H. O. S), (N-711: 5-Cl-thiophene-2-yl, H, 0, S), (N-712: 3-Thienyl, H, O. S), 
(N-713: 2-Py. H, 0, S), (N-714: 3-Py, H, O, S), (N-715: 4.Py, H, 0, S), (N-716: 
3,4-diF-Ph, H, 0. S), (N-717: 5-Br-thiophene-2-yl. H, 0, S), (N-718: 4-CONH2- 
Ph, H, O, S), (N-719: 4-C0N(Me)H-Ph, H. O. S), (N-720: 4-CON(Me)2-Ph, H, 0, 
5 S), (N-721: 4-iPrOC(=0)-Ph, H, 0, S), (N.722: 4-nBuOC(=0)-Ph, H, 0, S), (N- 
723: 6.Me-pyridine-3-yl, H, 0, S), (N-724: Quinoline-3-yl, H, 0, S), (N-725: 4- 
NH2-Ph, H, 0. S), (N-726: 4-N(Ac)H-Ph, H. 0, S), (N-727: 4-OH-Ph, H, 0. S), 
(N-728: 3,4-di(OH)2-Ph, H, 0, S), (N-729: 3,4-di(NH2)-Ph, H, O, S), (N-730: 
3:4-[N(Ac)H]2-Ph, H, 0, S), (N-731: 4-SH-Ph, H, O, S), (N-732: 4-SMe-Ph, H, 0. 

10 S), (N-733: 3,4-diBr-Fh, H, 0, S), (N-734: 4-N(Me)H.Ph, H, O, S), (N-735: 4- 
N(Me)2-Ph, H, 0, S), (N-736: 4-N(Me)3*-Ph, H, O, S), (N-737: 4-Et-Ph, H, O, S), 
(N-738: 4-iPr-Ph, H, 0, S), (N.739: 4-nPr-Ph, H, O, S), (N-740: 4-nBu-Ph, H. O, 
S), (N-741: 4-iBu-Ph, H. O, S). (N-742: 3,4-diMe-Ph, H, O, S), (N-743: 1,3- 
Benzodioxole-5-yl, H. 0, S), (N-744: N-Me-pyridinium-4.yl, H, O, S), (N-745: 

15 N-Me-pyridinium-3-yl, H, O, S), (N-746: 5-Me-Pyridine-2-yl, H. 0, S), (N.747: 
2-Pyrazinyl, H, O. S), (N-748: 3-Pyrrolyl, H, O, S), (N-749: l-Me-pyrrole-3.yl, 
H, 0, S), (N-750: Pyridine N-oxide-4-yl, H, 0, S), (N-751: Pyridine N-oxide-3- 
yl, H, 0, S), (N-752: 6-OH-pyridine-3-yl, H, 0, S), (N-753: 6-SH-pyridine-3-yl, 
H, O, S), (N-754: l-Ac-pyrrole-3.yl, H, O, S), (N-755: 4-CF3-Ph, H, O, S), (N- 

20 756: 4-CN-Ph, H, 0, S), (N-757: 4-CHO-Ph, H, 0, S), (N-758: 3-Cl-Ph, H, O, S), 
(N-759: 3-Br-Ph, H, 0, S), (N-760: 3-F-Ph, H, O, S), (N-761: 3-I-Ph, H. 0, S), 
(N-762: 4-I.Ph, H, 0, S), (N-763: 4-OCF3-Ph, H, 0, S), (N-764: 3,4-diI-Ph, H. O, 
S), (N-765: Indole-6-yl, H, 0, S), (N.766: l-Ac-indole-6-yl. H. 0, S), (N-767: 1- 
Me-indole-6-yl, H, 0. S), (N-768: 4-(l-Imidazolyl)-Ph, H, 0, S), (N-769: 4- 

25 Morphorino-Ph, H, 0, S), (N-770: 4-(l-Piperazinyl)-Ph, H, 0. S), (N-771: 2:5- 
diMe-thiophene-3-yl, H, 0, S), (N-772: 2-Furyl, H, 0, S), (N-773: 5-Me-furan. 
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2-yl, H, 0, S), (N-774: 5-Me-furan-2.yl, H. 0, S), (N-775: 2.Thiazolyl, H. 0, S), 
(N-776: l:4.Benzodioxm-6-yl, H, O, S), (N.777: Benzo[b]furan-2-yl, H, O, S). 
(N-778: 4.NH2CH2-PI1, H, 0. S), (N-779: 4-N(Me)HCH2-Ph, H, 0, S), (N-780: 
4-N(Me)2CH2-Ph, H. 0, S), (N-781: 6-Cl-pyridine-3-yl, H, O, S), (N-782: 5,6- 
5 diCl-pyridine-3-yl, H, O, S), (N-783: 5-Cl-pyridine-2-yl, H, 0, S), (N-784: 4:5- 
diCl-pyridine-2-yl, H, 0, S), (N-785: 4-ClCH2-Bn. H, 0, S), (N-786: Bn, H, O, S), 
(N-787: 4-Cl-Bn. H, 0, S), (N-788: 4-Br-Bn, H, 0, S), (N.789: 4-F-Bn, H, O, S). 
(N-790: 3,4-diCl-Bn, H, O, S), (N-791: 3,4-diBr-Bii, H, O, S), (N-792: 3.4-diF- 
Bn, H, O, S), (N-793: 4-Cl-Bz, H, 0, S), (N-794: 3,4-diCl-Bz, H, 0, S), (N-795: 

10 4-Br-Bz, H, O. S), (N-796: 3,4-diBr-Bz, H, 0, S), (N-797: 4-F-Bz, II, O, S), (N- 
798: 3,4-diF-Bz, H, O, S), (N-799: 4-N02-Bn, H, 0, S), (N-800: 4-CN.Bn, H, 0, 
S), (N-801: Ph, Me, O, S), (N-802: 4-F-Ph, Me, 0, S), (N-803: 4-Br-Ph, Me, O. S), 
(N.804: 4.Me-Ph, Me, 0, S), (N-805: 4-Ph-Ph, Me, 0, S), (N-806: 4-OMe^Ph, Me, 
0, S), (N-807: 4.tBu-Ph, Me, 0, S), (N-808: 4-COOMe-Ph, Me, O, S), (N-809: 

15 4.Peii.Ph, Me, O, S), (N-810: 4-N02-Ph, Me, 0, S), (N-811: 6-CI-thiophene-2-yl, 
Me, 0, S), (N-812: 3-Thienyl, Me, 0, S), (N-813: 2.Py, Me, O, S), (N-814: 3-Py, 
Me, O, S), (N-815: 4-Py, Me, 0, S), (N-816: 3,4-diF-Ph, Me, O, S), (N-817: 5- 
Br-thiophene-2-yl, Me. 0, S), (N.818: 4-CONH2-Ph, Me, 0, S), (N-819: 4- 
CON(Me)H-Ph, Me, 0. S), (N-820: 4-CON(Me)2-Ph, Me, 0, S), (N-821: 4- 

20 iPrOC(=0)-Ph, Me, O, S), (N-822: 4.nBuOC(=0)-Ph, Me, O, S), (N-823: 6-Me- 
pyridine-3-yl, Me, 0, S), (N-824: Quinoline-3-yl, Me, 0, S), (N-825: 4.NH2-Ph, 
Me, 0, S). (N-826: 4-N(Ac)H-Ph, Me, 0, S), (N-827: 4-OH-Ph, Me, O, S), (N-828: 
3,4-di(0H)2-PJi, Me. 0. S), (N.829: 3,4.di(NI-l2)-Ph, Me, 0, S), (N-830: 3:4- 
[N(Ac)H]2-Ph, Me, 0, S), (N.831: 4-SH-Ph, Me, 0, S), (N-832: 4-SMe-Ph, Me, 0, 

25 S), (N-833: 3.4-diBr-Ph, Me, 0, S), (N-834: 4-N(Me)H.Ph, Me, 0, S), (N-835: 
4-N(Me)2-Ph, Me, 0, S), (N-836: 4-N(Me)3+-Ph, Me, 0, S), (N.837: 4.Et-Ph, Me, 
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0. S), (N-838: 4.iPr-Ph, Me, 0, S), (N-839: 4-nPr-Ph, Me, 0, S), (N-840: 4- 
nBu-Ph, Me, 0, S), (N-841: 4-iBu-Ph, Me, 0, S), (N.842: 3,4-diMe-P.h, Me. 0, S), 
(N-843: l,3-Benzodioxole-5-yl, Me, 0, S), (N-844: N-Me-pyridinium-4-yl, Me, O, 
S), (N-845: N-Me-pyridinium-3-yl, Me, 0, S), (N-846: 5-Me-Pyridme-2-yl, Me, 
5 0, S), (N-847: 2-Pyrazmyl, Me, O, S), (N.848: S.Pyrrolyl, Me, 0, S), (N.849: 
l-Me-pyrrole-3-yl, Me, 0, S), (N-850: Pyridine N-oxide-4-yl, Me, 0, S), (N-851: 
Pyridine N-oxide-S-yl, Me, 0, S), (N-852: 6-OH-pyridine-3-yl, Me, O, S), (N- 
. 853: 6-SH-pyridine-3-yl, Me, 0, S), (N-854: l-Ac-pyrrole-S-yl, Me, O, S), (N- 
855: 4-CF3-Ph, Me, 0, S), (N-856: 4-CN-Ph, Me, O, S), (N-857: 4.CH0-Ph, Me, O, 
10 S), (N-858: 3-Cl-Ph, Me, 0, S), (N.859: 3-Br-Ph, Me, 0, S), (N-860: 3-F-Ph, Me, 
O, S), (N-861: 3-I-Ph, Me, 0, S), (N.862: 4-I-Ph, Me, O, S), (N-863: 4-OCF3-Ph, 
Me, O, S), (N-864: 3,4-diI-Ph, Me. O, S), (N-865: Indole-6-yl, Me, 0, S), (N.866: 

1- Ac-indole-e-yl, Me, O, S), (N-867: l-Me-indole-6-yl, Me, 0, S), (N-868: 4-(l- 
Imidazoiyl)-Ph, Me, O, S), (N-869: 4-Morphorino-Ph, Me, O, S), (N-870: 4-(l- 

15 Pipera2inyl)-Ph, Me, O, S), (N-871: 2:5-diMe-thiophene-3-yl, Me, 0. S), (N-872: 

2- Furyl, Me, O, S), (N-873: 5-Me-furan-2-yl, Me, 0, S), (N-874: 5-Me-furan-2- 
yl. Me, O, S), (N-875: 2.Thiazolyl, Me, O, S), (N-876: l:4-Benzodioxin-6-yl, Me, 
O, S), (N-877: Benzo[b]furan-2-yl, Me, 0, S), (N-878: 4.NH2CH2-Ph, Me, 0, S), 
(N-879: 4.N(Me)HCH2-Ph, Me, 0, S), (N-880: 4-N(Me)2CH2-Ph, Me, 0, S), (N- 

20 881: 6-Cl-pyrid'ine.3-yl, Me, 0, S), (N-882: 5,6-diCl.pyridine-3-yl, Me, 0, S), 
(N-883: 5-Cl-pyridine-2-yl, Me, 0, S), (N-884: 4:5-diCl-pyridine-2-yl, Me. O. S), 
(N-885: 4-ClCH2-Bn, Me, 0, S), (N-886: Bn, Me, 0, S), (N-887: 4-Cl-Bn, Me. 0, 
S), (N-888: 4.Br-Bn, Me, 0, S), (N.889: 4.F-Bn, Me, 0, S), (N.890: 3,4.diCl-Bn, 
Me, O, S), (N-891: 3,4-diBr.Bn, Me, 0, S), (N-892: 3,4-diF-Bn, Me, O, S), (N- 

25 893: 4-C1-B2, Me, 0, S), (N-894: 3,4-.diCl-Bz, Me, 0, S), (N-895: 4-Br-Bz, Me, 0, 
S), (N-896: 3,4.diBr-Bz, Me, 0, S), (N-897: 4-F-Bz, Me, 0, S), (N-898: 3,4-diF- 
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Bz, Me, 0, S), (N-899: 4-NO2-B11, Me. O, S), (N-900: 4-CN-Bn, Me, 0, S), (N-901: 
Ph, Et, 0, S), (N.902: 4-F-Ph, Et, 0, S), (N-903: 4-Br-Ph, Et, 0, S), (N-904: 4- 
Me-Ph, Et, 0, S), (N-905: 4-Ph-Ph, Et, 0, S), (N-906: 4.0Me-Ph, Et, O, S), (N- 
907: 4-tBu-Ph, Et, O, S), (N-908: 4-COOMe-Ph, Et, 0, S), (N-909: 4-Pen-Ph, Et, 
5 0, S), (N-910: 4.N02-Ph, Et, O, S), (N-911: 5-Cl.thiophene-2-yl, Et, G, S), (N- 
912: 3-Thienyl. Et, 0, S), (N-913: 2-Py, Et, 0, S), (N-914: 3-Py, Et. O, S), (N- 
915: 4-Py, Et, 0, S), (N-916: 3,4-diF-Ph, Et, O. S), (N-917: 5-Br-thiophene-2-yl, 
Et. O. S). (N-918: 4-CONH2-Ph. Et. O. S), (N-919: 4-C0N(Me)H-Ph, Et, O. S), 
(N-920: 4-CON(Me)2-Ph, Et, O, S), (N-921: 4-iPrOC(=0)-Ph, Et, 0, S), (N-922: 

10 4-nBuOC(=0)-Ph, Et, 0, S), (N-923: 6-Me-pyridine-3-yl, Et, 0, S), (N-924: 
Quinoline-3-yl, Et, 0. S), (N-925: 4-NH2-Ph, Et. 0, S), (N-926: 4-N(Ac)H-Ph. Et, 
O. S), (N.927: 4-OH-Ph. Et. 0, S), (N-928: 3,4-di(OH)2-Ph, Et, 0, S). (N-929: 
3,4-di(NH2)-Ph, Et, 0, S), (N-930: 3:4-[N(Ac)H]2-Ph, Et, 0, S), (N-931: 4-SH. 
Ph. Et, O, S), (N-932: 4-SMe-Ph, Et, O. S). (N-933: 3.4-diBr-Ph. Et, O, S), (N- 

15 934: 4-N(Me)H.Ph, Et, 0, S), (N-935: 4-N(Me)2-Ph, Et, 0, S), (N-936: 4- 
N(Me)3+-Ph, Et, 0, S), (N-937: 4-Et-Ph, Et, 0, S), (N.938: 4.iPr-Ph. Et, 0, S), 
(N.939: 4-nPr-Ph, Et, O, S), (N-940: 4-nBu-Ph, Et, O, S), (N-941: 4-iBu-Ph, Et, 
O, S), (N-942: 3,4-diMe-Ph, Et, O, S), (N-943: 1.3-Benzodioxole-5-yl. Et, O, S), 
(N-944: N-Me-pyridiiiiuiii-4-yl, Et, 0, S), (N-945: N-Me-pyridinium-3-yl, Et, O, 

20 S), (N-946: 5-Me-Pyridine-2-yl, Et, O, S), (N-947: 2-Pyra2inyl, Et, O, S). (N- 
948: 3-Pyrrolyl, Et, 0, S), (N-949: l-Me-pyrrole-3-yl, Et, O, S), (N-950: 
Pyridine N-oxide-4-yl. Et, O, S), (N-951: Pyridine N-oxide-3-yl. Et, O, S), (N- 
962: 6-OH-pyridine-3ryl. Et, 0. S), (N-953: 6-SH-pyridine-3-yl. Et. O, S). (N- 
954: l-Ac-pyrroIe-3-yl, Et, O, S), (N-955: 4-CF3-Ph, Et, O, S), (N-956: 4-CN-Ph, 

25 Et, 0, S), (N-957: 4-CHO-Ph, Et, O, S), (N-958: 3-Cl-Ph, Et, 0, S), (N.959: 3- 
Br-Ph. Et, O, S), (N-960: 3-F-Ph, Et, 0, S), (N-961: 3-I-Ph, Et, 0, S). (N.962: 
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4-I-Ph, Et, 0. S), (N-963: 4-0CF3-Ph, Et, 0, S), (N-9.64: 3,4-diI-Ph, Et, 0, S), 
(N-965: Indole-6-yl, Et, 0, S), (N-966: l-Ac-indole-6-yl, Et, 0, S), (N-967: 1- 
Me-indole-6-yl, Et, 0, S), (N-968: 4-(l-Imidazolyl)-Ph, Et, 0, S), (N-969: 4- 
Morphorino-Ph, Et, O, S), (N-970: 4-(l-Piperazmyl)-Ph, Et, 0, S), (N.971: 
5 2:6-diMe-thiophene-3-yl, Et, 0, S), (N-972: 2-Furyl, Et, 0, S), (N-973: 5-Me- 
furan-2-yl, Et, 0. S), (N-974: 5-Me-furan-2-yl, Et, 0, S), (N-975: 2-Thiazolyl, Et, 
O, S), (N-976: l:4.Benzodioxin.6-yl, Et, 0, S), (N.977: Benzo[b]furan-2-yl, Et, 
O, S), (N-978: 4.NH2CH2-Ph, Et, 0, S), (N-979: 4-N(Me)HCH2-Ph, Et, 0, S), 
(N-980: 4-N(Me)2CH2-Ph, Et, 0, S), (N-981: 6-Cl-pyridine-3-yl. Et, O, S). (N- 

10 982: 5,6-diCl-pyridine-3-yl, Et, 0, S), (N-983: 5-Cl-pyridine-2-yl, Et, 0, S), 
(N-984: 4:5-diCl-pyridine-2.yl, Et, O, S), (N-985: 4-CICH2-B11, Et, O, S), (N- 
986: Bn, Et, O, S). (N-987: 4-Cl-Bn, Et, O. S), (N.988: 4-Br-Bn, Et, O, S), (N- 
989: 4-F-Bn, Et, 0, S), (N-990: 3,4-diCl-Bn, Et, O, S), (N-991: 3,4-diBr-Bn, Et, 
O, S), (N-992: 3,4-diF-Bn, Et, 0, S). (N.993: 4-Cl-Bz, Et, O, S), (N-994: 3,4- 

15 diCl-Bz, Et, 0. S), (N-995: 4-Br-Bz, Et, O, S), (N.996: 3,4-diBr-Bz, Et, O. S), 
(N-997: 4-F-Bz, Et, O, S), (N-998: 3,4-diF-Bz. Et, O, S), (N-999: 4-N02-Bn, Et, 0, 
S), (N-1000: 4-CN-Bn, Et, 0, S), (N-lOOl: Ph, COOMe, 0, S), (N-1002: 4-F-Ph. 
COOMe, 0. S). (N-1003: 4.Br-Ph, COOMe, 0, S), (N-1004: 4.Me-Ph, COOMe, 0, 
S), (N-1005: 4-Ph-Ph, COOMe, 0. S), (N-IOOS: 4-OMe-Ph, COOMe, 0, S), (N- 

20 1007: 4.tBu.Ph, COOMe, 0, S), (N-1008: 4-COOMe-Ph. COOMe, 0, S), (N-1009: 
4-Pen-Ph, COOMe, O, S). (N-lOlO: 4-N02-Ph, COOMe, 0, S), (N-1011: 5-Cl- 
thiopliene-2-yl, COOMe, 0, S), (N-1012: 3-Thienyl, COOMe, O, S). (N-1013: 
2-Py, COOMe, 0, S), (N-1014: 3-Py, COOMe, O. S), (N-1015: 4.Py. COOMe, 0, 
S), (N-1016: 3,4-diF-Ph, COOMe, O, S), (N-1017: 5-Br-thiophene-2-yl, COOMe, 

25 0, S), (N-1018: 4.C0NH2-Ph, COOMe, 0, S), (N-1019: 4-C0N(Me)H.Ph, 
COOMe, 0, S), (N-1020: 4.CON(Me)2-Ph, COOMe, O. S), (N-1021: 4- 
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iPrOC(=0)-Ph, COOMe, 0, S), (N-1022: 4-nBuOC(=0)-Ph, COOMe, O, S). (N- 
1023: 6-Me-pyridine-3-yl, COOMe, 0, S), (N-1024: Quinoline-3-yl, COOMe, 0, 
S), (N-1025: 4-NH2-Ph, COOMe, 0, S), (N-1026: 4-N(Ac)H-Ph, COOMe, 0, S), 
(N-1027: 4-OH-Ph, COOMe, 0, S), (N-1028: 3,4-di(OH)2-Ph, COOMe, 0, S), 
5 (N.1029: 3,4-di(NH2)-Ph, COOMe, 0, S), (N-1030: 3:4-[N(Ac)H]2-Ph, COOMe, O, 
S), (N-1031: 4.SH-Ph, COOMe, 0, S), (N-1032: 4-SMe-Ph, COOMe, 0, S), (N- 
1033: 3,4-diBr-Ph, COOMe, 0, S), (N-1034: 4-N(Me)H-Ph, COOMe, 0, S), (N- 
1035: 4-N(Me)2-Ph, COOMe, 0, S). (N-1036: 4-N(Me)3+-Ph, COOMe, 0, S), (N- 
1037: 4-Et-Ph, COOMe, 0, S), (N-1038: 4-iPr-Ph, COOMe, O, S), (N-1039: 4- 

10 nPr-Ph, COOMe, O, S), (N-1040: 4-nBu-Ph; COOMe, 0, S), (N-1041: 4-iBvi-Ph, 
COOMe, O, S), (N-1042: 3,4-diMe-Ph, COOMe, O, S), (N-1043: 1,3- 
Benzodioxole-5-yl, COOMe, 0, S), (N-1044: N-Me-pyridinium-4-yl, COOMe, 0, 
S), (N-r045: N-Me-pyridinium-3-yl, COOMe, 0, S), (N.1046: 5-Me-Pyridine-2- 
yl, COOMe, 0. S), (N-1047: 2.Pyrazinyl, COOMe, 0, S), (N-1048: 3-Pyrrolyl, 

15 COOMe, 0, S), (N-1049: l-Me-pyrrole-3-yl, COOMe, O, S), (N-1050: Pyridine 
N.oxide-4-yl, COOMe, 0, S), (N-1051: Pyridine N-oxide-3-yl, COOMe, 0. S), 
(N-1052: 6-OH-pyridine-3-yl, COOMe, O, S), (N-1053: 6-SH-pyridine-3-yl, 
COOMe, 0, S). (N-1054: l-Ac-pyrrole-3-yl, COOMe, O, S), (N-1055: 4-CF3-Ph. 
COOMe, 0. S), (N.1056: 4-CN-Ph, COOMe, O, S). (N-1057: 4-CHO-Ph, COOMe. 

20 O, S), (N-1058: 3-Cl-Ph, COOMe, O, S), (N-1059: 3-Br-Ph, COOMe, O, S), (N- 
1060: 3-F-Ph, COOMe, 0, S), (N-1061: 3-I-Ph, COOMe, O, S), (N-1062: 4-I-Ph, 
COOMe, O, S), (N-1063: 4-0CF3-Ph, COOMe, 0, S), (N-1064: 3,4-diI-Ph, 
COOMe, 0, S), (N-1065: Indole-S-yl, COOMe, 0, S), (N-1066: l-Ac-indole-6-yl, 
COOMe, O, S), (N-1067: 1 -Me -indole -6-yl, COOMe, 0, S), (N-1068: 4-(l- 

25 Imidazolyl)-Ph, COOMe, 0, S), (N-1069: 4-Morphorino-Ph. COOMe, 0, S), (N- 
1070: 4-(l-Piperazinyl)-Ph, COOMe, 0, S). (N.1071: 2:5-diMe-thiophene-3-yl, 
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COOMe, 0. S), (N-1072: 2-Furyl, COOMe, 0, S), (N-1073: 5-Me-furan-2.yl, 
COOMe, O, S), (N-1074: 5.Me-furan.2.yl, COOMe, O, S), (N-1075: 2.Thiazolyl. 
COOMe. O, S), (N-1076: l:4-Benzodioxin-6-yl, COOMe, 0,. S), (N-1077: 
Benzo[b]furan-2-yl, COOMe, O, S), (N-1078: 4.NH2CH2-Ph, COOMe, 0, S), 
5 (N-1079: 4-N(Me)HCH2-Ph, COOMe, 0, S), (N-1080: 4-N(Me)2CH2-Ph, COOMe, 
O, S), (N-1081: 6-Cl-pyridine-3-yl, COOMe, 0, S), (N-1082: 5,6-diCl-pyridine- 

3- yl, COOMe, 0, S), (N-1083: 5-Cl-pyridine-2-yl, COOMe, 0, S). (N-1084: 4:5- 
diCl.pyridine-2-yl, COOMe, 0, S), (N-1085: 4-ClCH2-Bn, COOMe, 0, S), (N- 
1086: Bn, COOMe, O, S), (N-1087: 4-Cl-Bn, COOMe, 0, S), (N.1088: 4-Br.Bn, 

10 COOMe, 0, S), (N-1089: 4-F-Bn, COOMe, 0, S), (N-1090: 3,4-diCl-Bn, COOMe, 
0, S), (N-1091: 3,4-diBr-Bn, COOMe, O, S), (N-1092: 3,4-diF-Bii, COOMe, 0, S), 
(N-1093: 4-Cl-Bz, COOMe, 0, S), (N-1094: 3,4-diCl-Bz, COOMe, 0, S), (N-1095: 

4- Br-Bz, COOMe, O, S), (N-1096: 3,4.diBr-Bz, COOMe, 0; S), (N-1097: 4-F-Bz, 
COOMe, 0, S), (N-1098: 3,4.diF-Bz. COOMe, O, S), (N-1099: 4-N02-Bn, COOMe, 

15 0, S), (N-llOO: 4-CN-Bn, COOMe, O, S), (N-llOl: H, Ph, 0, S), (N.1102: H, 4- 
F-Ph, O, S), (N-'ll03: H, 4-Br-Ph, 0, S), (N-1104: H, 4-Me-Ph, O, S), (N-1105: H, 
4-Ph-Ph, 0, S), (N-1106: H, 4-OMe-Ph, 0, S), (N-1107: H, 4-tBu-Ph, 0, S)," (N- 
1108: H, 4-COOMe-Ph, 0, S), (N-1109: H, 4-Pen-Ph, 0, S), (N-1110: H, 4-NO2- 
Ph. O, S). (N-1111: H, 5-01-thiophene-2-yl, 0, S), (N-1112: H, 3-Thienyl, O, S), 

20 (N-1113: H, 2.Py, 0, S), (N-1114: H, 3-Py, 0, S), (N-1115: H, 4-Py, O, S), (N- 
1116: H, 3,4-diF-Ph, 0, S), (N-1117: H, 5-Br-thiophene-2-yl, 0, S), (N-1118: H, 
4-CONH2-Ph, O, S), (N-1119: H, 4-C0N(Me)H-Ph, 0, S), (N-1120: H, 4- 
C0N(Me)2-Ph, 0, S), (N.1121: H. 4.iPrOC(=0)-Ph, 0, S), (N.1122: H, 4- 
nBuOC(=0)-Ph, 0, S), (N.1123: H, 6-Me-pyridme-3-yl, 0, S), (N-1124: H, 

25 Quinoline-3-yl, 0, S), (N-1125: H, 4-NH2-Ph, O, S), (N.1126: H, 4-N(Ac)H-Ph. 0, 
S), (N-1127: H, 4.0H-Ph, 0, S). (N-1128: H, 3,4.di(OH)2-Ph, 0, S), (N-1129: H, 
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3.4-di(NH2)-Ph, 0, S), (N-1130: H, 3:4-[N(Ac)H]2-Ph. O, S), (N-1131: H, 4-SH- 
Ph, 0, S), (N-1132: H, 4-SMe-Ph, 0, S), (N-1133: H, 3,4-diBr-Ph, 0, S), (N-1134: 
H, 4-N(Me)H-Ph. 0. S), (N-1135: H, 4-N(Me)2-Ph, 0, S), (N-1136: H, 4- 
N(Me)3+-Ph, 0, S), (N-1137: H, 4.Et-Ph, 0, S), (N-llSS: H, 4-iPr-Ph, 0, S), 
5 (N.1139: H, 4.nPr-Ph, O, S), (N.1140: H. 4.nBu-Ph. O. S). (N-1141: H. 4.iBu. 
Ph, 0, S), (N-1142: H, 3,4-diMe-Ph. 0, S), (N-143: H, l,3-Benzodioxole-5-yl, O. 
S), (N-1144: H, N-Me-pyridmium-4-yl, 0, S), (N-1145: H, N-Me-pyridinium-3- 
yl, 0. S), (N-1146: H, 5-Me-Pyridine-2-yl, 0, S), (N.1147: H, 2-Pyrazinyl, 0, S), 
(N.1148: H, 3.Pyrrolyl, O, S), (N-1149: H, l-Me-pyrrole-S-yl, 0, S), (N-llSO: H, 

10 Pyridine N-oxide-4-yl, O, S), (N-1151: H, Pyridine N-oxide-3-yl, 0, S), (N-1152: 
H, 6-OH.pyridine-3-yl, O. S), (N-1153: H, 6-SH,pyridine-3-yl, 0, S), (N.1154: H, 
l-Ac-pyrrole-3-yl, 0. S), (N.1155: H, 4.CF3-Ph, 0, S), (N-1156: H, 4.CN.Ph, 0, 
S). (N-1157: H, 4-CHO-Ph, O, S), (N-1158: H, 3-Cl-Ph. 0. S), (N-1159: H, 3- 
Br-Ph, O, S), (N-1160: H, 3-F-Ph, O, S), (N-llGl: H, 3-I-PIi, 0, S), (N-1162: H, 

15 4-I-Ph, O, S), (N-1163: H, 4-OCF3-Fh, 0, S), (N.1164: H, 3,4.diI.Ph, 0, S). (N- 
1165: H, Indole-6-yl. O, S). (N-llGG: H, l-Ac-indole-6-yl, O. S), (N-1167: H, 1- 
Me-indole-6-yl, 0, S), (N-1168: H, 4-(l.Iinidazolyl)-Ph, O, S), (N-1169: H, 4- 
Morphorino-Ph, 0, S), (N-1170: H, 4-(l-Piperazinyl)-Ph, 0, S). (N-1171: H, 
2:5-diMe-thiophene-3-yl, O, S), (N.1172: H, 2.Furyl, O, S), (N-1173: H, 5-Me- 

20 furan.2-yl, 0, S), (N-1174: H, 5-Me-furan-2-yl, 0, S), (N.1175: H, 2.Thiazolyl, 
O, S), (N-1176: H, l:4-Benzodioxin-6-yl. 0, S), (N-I177: H, Benzo[b]furan-2-yl, 
O, S), (N.1178: H, 4-NH2CH2-Ph, O, S), (N-1179: H, 4-N(Me)HCH2-Ph, O, S), 
(N-1180: H. 4-N(Me)2CH2-Ph, 0, S), (N-1181: H, 6-Cl-pyridine-3-yl, 0, S). (N- 
1182: H, 5,6-diCl-pyridine-3-yl, 0, S), (N-1183: H, 5-Cl-pyridine-2-yl, 0, S), 

25 (N.1184: H, 4:5-diCl-pyridine-2-yl, 0, S), (N-1185: H, 4-ClCH2-Bn, 0, S), (N- 
1186: H, Bn, 0, S), (N-1187: H, 4-Cl-Bn. 0, S), (N-1188: H. 4-Br-Bn, 0, S), 
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(N-1189: H, 4.F-Bn, O, S), (N-llSO: H, 3,4.diCI-Bn, 0, S), (N-1191: H, 3,4- 
diBr-Bn, 0, S), (N-1192: H, 3,4-diF-Bn, 0, S), (N-1193: H, 4-Cl.Bz, 0, S), (N- 
1194: H, 3,4-diCl-Bz, 0, S), (N-1195: H, 4-Br-Bz, O, S), (N-1196: H, 3,4.diBr- 
Bz, 0. S), (N-1197: H, 4-F-Bz, O, S), (N-1198: H, 3.4-diF-Bz. O, S), (N-1199: H, 
5 4-N02-Bn, 0; S), (N.1200: H, 4-CN-Bn, O, S), (N-1201: Me, Ph, 0, S), (N-1202: 
Me, 4-F-Ph, 0, S), (N-1203: Me, 4-Br-Ph, 0, S), (N-1204: Me, 4-Me-Ph, 0, S), 
(N-1205: Me, 4-Ph-Ph. O. S), (N-1206: Me, 4-OMe.Ph, O, S), (N-1207: Me, 4- 
tBu-Ph, 0, S), (N-1208: Me, 4-COOMe-Ph, 0,-S), (N-1209: Me, 4-Pen-Ph, 0, S), 
(N-1210: Me, 4-N02-Ph, O, S), (N-1211: Me, 5-Cl-thiophene-2-yl, 0, S), (N- 

10 1212: Me, 3-Thienyl, O, S), (N-1213: Me, 2-Py, O, S), (N-1214: Me, 3-Py, 0, S), 
(N-1215: Me, 4.Py, O, S), (N-1216: Me, 3,4-diF-Ph, .0, S), (N.1217: Me, 5-Br. 
thiophene-2-yl, 0, S), (N-1218: Me, 4-CONH2-Ph, O, S), (N-1219: Me, 4- 
CON(Me)H-Ph, 0, S), (N-1220: Me, 4-CON(Me)2-Ph, O, S), (N.1221: Me, 4- 
iPrOC(=0)-Ph, O, S), (N-1222: Me, 4-nBuOC(=0)-Ph, 0, S), (N-1223: Me, 6- 

15 Me-pyridine-3-yl, 0, S), (N-1224: Me, Quiiioline-3-yl, 0, S), (N-1225: Me, 4- 
NH2-Ph, 0, S), (N.1226: Me, 4.N(Ac)H.Ph, 0, S), (N-1227: Me, 4.0H.Ph, 0, S), 
(N.1228: Me, 3,4-di(OH)2-Ph, 0, S), (N-1229: Me, 3,4-di(NH2)-Ph, 0, S), (N- 
1230: Me, 3:4-[N(Ac)H]2-Ph, O, S), (N-1231: Me, 4-SH-Ph, 0, S), (N-1232: Me, 
4.SMe-Ph, O, S), (N-1233: Me, 3,4-diBr-Ph, O, S). (N.1234: Me, 4-N(Me)H.Ph, 

20 O, S), (N-1235: Me, 4-N(Me)2-Ph, 0, S), (N-1236: Me, 4-N(Me)3+.Ph, 0, S), (N- 
1237: Me, 4-Et-Ph, O, S), (N-1238: Me, 4-iPr-Ph, 0, S), (N-1239: Me, 4-nPr-Ph, 
0. S), (N-1240: Me, 4-nBu-Ph, 0, S). (N.1241: Me, 4-iBu-Ph, 0, S), (N-1242: Me, 
3,4-diMe-Pli,.0. S). (N-1243: Me, l,3.Benzodioxole-5-yl, O, S), (N-1244: Me, 
N-Me-pyridmium-4-yl, 0, S), (N-1245: Me, N-Me-pyridinium-S-yl, 0, S), (N- 

25 1246: Me, 5-Me-Pyridine-2-yl, 0, S), (N.1247: Me, 2-Pyrazinyl, 0, S), (N-1248: 
Me, 3-Pyrrolyl, O, S). (N-1249: Me, l-Me-pyrrole-3-yl. 0. S), (N-1250: Me, 
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Pyridine N-oxide-4-yl, 0, S). (N-1251: Me, Pyridine N-oxide-3-yl, 0, S), (N- 
1252: Me, 6-OH-pyridine-3-yl, 0, S), (N-1253: Me, 6-SH-pyridine-3-yl, 0; S), 
(N-1254: Me, l-Ac-pyrrole-3-yl, 0, S), (N-1255: Me,- 4-CF3.Ph, 0, S), (N.1256: 
Me, 4-CN-Ph, 0, S), (N-1257: Me, 4-CHO-Ph, O, S), (N-1258: Me, 3-Cl-Ph, 0, S), 
5 (N-1259: Me, 3-Br.Ph, 0, S), (N.1260: Me, 3-F-Ph, 0, S), (N.1261: Me, 3-I-Ph. 0, 
S), (N-1262: Me, 4-I-Ph, O, S), (N-1263: Me, 4-OCF3-Ph, 0, S), (N-1264: Me, 
3.4-diI-Ph, 0, S), (N-1265: Me, Indole-6-yl, O, S), (N-1266: Me, l-Ac-indole-6- 
yl, 0, S), (N-1267: Me, l-Me-indole-6-yl, 0, S), (N-1268: Me, 4-(l-Imidazolyl)- 
Ph, O, S), (N-1269: Me, 4.Morphorino-Ph, 0, S), (N.1270: Me, 4-(l. 

10 PiperazinyD-Ph, 0, S), (N-1271: Me, 2:5-diMe-thiophene-3-yl, O. S), (N-1272: 
Me, 2-Furyl. 0, S), (N-1273: Me, 5-Me-furan-2-yI, O, S), (N-1274: Me, 5-Me- 
furan-2-yl, O, S), (N-1275: Me, 2-Thiazolyl, O, S), (N-1276: Me, 1:4- 
Benzodioxin-6-yl, 0, S), (N-1277: Me, Benzo[b]furan-2-yl, 0, S), (N-1278: Me, 
4-NH2CH2-Ph, 0, S), (N-1279: Me, 4-N(Me)HCH2-Ph, 0, S), (N-1280: Me, 4- 

15 N(Me)2CH2-Ph. 0, S), (N-1281:. Me, 6-Cl-pyridine-3-yl, 0, S), (N-1282: Me, 
5,6-diCl-pyridine-3-yl, O, S), (N-1283: Me, 5-Cl-pyridine-2-yl, 0, S), (N-1284: 
Me, 4:5-diCl-pyridine-2.yl, 0, S), (N-1285: Me, 4-ClCH2-Bn, 0, S), (N-1286: Me, 
Bn, O, S), (N-1287: Me, 4-CI-Bn, O, S), (N-1288: Me, 4-Br-Bn, O, S), (N-1289: 
Me, 4-F.Bn, 0, S), (N-1290: Me, 3,4-diCl-Bn, 0, S), (N-1291: Me, 3,4-diBr-Bn, O. 

20 S), (N-1292: Me, 3,4-diF.Bn, O, S), (N.1293: Me, 4.C1-Bz, 0, S), (N-1294: Me, 
3,4-diCl-Bz, 0, S), (N-1295: Me, 4-Br-Bz, O, S), (N-1296: Me, 3,4-diBr-Bz, O, S), 
(N-1297: Me, 4-F.Bz, 0, S), (N.1298: Me, 3,4-diF-Bz, 0, S), (N-1299: Me, 4- 
N02-Bn, 0, S), (N-1300: Me, 4.CN-Bn, 0, S). (N-1301: Et, Ph, 0, S). (N-1302: Et, 
4-F-Ph, 0, S), (N-1303: Et, 4-Br-Ph, 0, S), (N.1304: Et, 4-Me-Ph, 0, S), (N- 

25 1305: Et, 4-Ph-Ph, 0, S), (N-1306: Et, 4-OMe-Ph, 0. S). (N-1307: Et. 4-tBu-Ph, 
O, S), (N-1308: Et, 4.C00Me-Ph, O, S), (N-1309: Et, 4-Pen-Ph, 0, S), (N-1310: 
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Et, 4-N02-Ph, 0, S), (N-1311: Et, 5-Cl-tliiophene-2-yl, O. S), (N-1312: Et, 3- 
Thienyl, 0, S), (N-1313: Et, 2-Py. 0, S), (N-1314: Et, 3-Py, 0, S), (N-1315: Et, 
4-Py, 0, S), (N-1316: Et, 3,4-diF-Ph, 0, S), (N-1317: Et, 5.Br-thiophene-2-yl, 0, 
S), (N-1318: Et, 4-C0NH2-Ph, O, S), (N-1319: Et, 4.C0N(Me)H-Ph, 0, S), (N- 
5 1320: Et, 4-C0N(Me)z-Ph, 0, S), (N.1321: Et, 4-iPrOC(=0)-Ph, O, S), (N-1322: 
Et, 4-nBuOC(=0)-Ph, O, S), (N-1323: Et, 6-Me-pyridine-3-yl, O, S), (N-1324: Et, 
Quinoliae-3-yl, O, S), (N.1325: Et, 4-NH2-Ph, O, S), (N-1326: Et, 4-N(Ac)H-Ph, 
O, S), (N-1327: Et, 4-OH.Ph, O, S), (N-1328: Et, 3,4-di(OH)2-Ph, O, S), (N-1329: 
Et, 3,4-di(NH2)-Ph, O, S), (N-1330: Et, 3:4.[N(Ac)H]2-Ph, O, S), (N-1331: Et, 

10 4-SH.Ph, 0, S), (N-1332: Et, 4-SMe-Ph, 0, S), (N-1333: Et, 3,4-diBr-Ph, 0, S), 
(N-1334: Et, 4-N(Me)H-Ph, O, S), (N-1335: Et, 4-N(Me)2-Ph, O, S), (N-1336: Et, 
4-N(Me)3+-Ph, 0, S), (N-1337: Et, 4-Et.Ph, 0, S), (N-1338: Et, 4.iPr-Ph, 0, S), 
(N-1339: Et, 4-nPr-Ph, 0, S), (N-1340: Et, 4.nBu-Ph, O, S), (N.1341: Et, 4- 
iBu-Ph, O, S), (N-1342: Et, 3,4-diMe-Ph, 0, S), (N-1343: Et, 1,3-Benzodioxole- 

15 5-yl, 0, S), (N-1344: Et, N-Me-pyridinium-4-yl, 0, S), (N-1345: Et, N-Me- 
. pyridinium-3-yl, 0, S), (N-1346: Et, 5-Me-Pyridine-2-yl, O, S), (N-1347: Et, 2- 
Pyrazinyl, 0, S), (N-1348: Et, 3-Pyrrolyl, 0, S), (N-1349: Et, l-Me-pyrrole.3-yl, 
O, S), (N-1350: Et, Pyridine N-oxide-4-yl, 0, S), (N-1351: Et, Pyridine N- 
oxide-3-yl. O, S), (N-1352: Et, 6-OH-pyridine-3-yl, 0, S), (N-1353: Et, 6-SH- 

20 pyridine-3-yl, 0, S), (N.1354: Et, l-Ac-pyrrole-3-yl, O, S), (N-1355: Et, 4-CF3- 
Ph, 0, S), (N-1356: Et, 4-CN-Ph, 0, S), (N-1357: Et, 4-CHO-Ph, O, S), (N-1358: 
Et, 3-CI-Ph, 0, S). (N-1359: Et, 3-Br.Ph, O. S). (N-1360: Et, 3-F-Ph, 0, S), 
(N-1361: Et, 3-1-Ph, O, S), (N-1362: Et, 4-I-Ph, 0, S), (N-1363: Et. 4-OCF3-Ph, 
0, S), (N.1364: Et, 3,4-diI-Ph, 0, S), (N-1365: Et, Indole-6-yl, O, S), (N-1366: Et, 

25 l-Ac-indole-6-yl, 0, S), (N-1367: Et, l-Me-indole-6-yl, 0, S), (N-1368: Et, 4- 
(l-Imidazolyl)-Ph, 0, S), (N-1369: Et, 4-Morphorino-Ph, O, S), (N-1370: Et, 4- 
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(l-Piperazinyl).Ph, 0, S), (N-1371: Et, 2:5-diMe-thiophene-3-yl, 0, S), (N- 
1372: Et, 2-Furyl, 0, S), (N-1373: Et, 5-Me-furan-2-yl, O, S), (N-1374: Et, 5- 
Me-furan-2.yl, 0, S), (N-1375: Et, 2-Thiazolyl, 0, S). (N-1376: Et. 1:4- 
Benzodioxin-6-yl, O, S), (N-1377: Et, Benzo[b]furan.2-yl, O, S), (N-1378: Et, 
5 4-NH2CH2-Ph, 0, S), (N.1379: Et, 4-N(Me)HCH2-Ph, O, S), (N.1380: Et, 4- 
N(Me)2CH2-Ph, O, S), (N-lBSl: Et, 6-Cl-pyridine-3-yl, 0, S), (N-1382: Et. 5,6- 
diCl-pyridine-3-yl, 0. S), (N-1383: Et, 5-Cl-pyridine-2.yl, O, S), (N-1384: Et, 
4:5-diCl-pyridine-2-yl, 0, S), (N-1385: Et, 4-ClCH2-Bn, 0, S), (N.1386: Et, Bn, 
O, S), (N-1387: Et, 4-Cl-Bn, O, S), (N-1388: Et, 4.Br-Bn, 0, S), (N-1389: Et, 

10 4-F-Bn, 0, S), (N-1390: Et, 3,4-diCl-Bn, O, S), (N-1391: Et. 3,4-diBr-Bii, 0, S), 
(N-1392: Et, 3,4-diF-Bn, O, S). (N-1393: Et. 4-Cl-Bz, O, S), (N-1394: Et, 3,4- 
diCl-Bz, 0, S), (N-1395: Et, 4-Br-Bz. O, S). (N-1396: Et. 3.4-diBr-Bz, O, S), 
(N-1397: Et, 4-F-Bz,.0, S), (N-1398: Et, 3.4-diF-Bz, 0, S), (N-1399: Et, 4-N02- 
Bn, O, S), (N-1400: Et, 4.CN-Bn, 0. S). (N-1401: COOMe, Ph, O, S). (N-1402: 

15 COOMe, 4-F-Ph, 0, S), (N-1403: COOMe, 4-Br-Ph, O, S), (N-1404: COOMe. 4- 
Me-Ph, O. S), (N-1405: COOMe, 4-Ph-Ph, O, S). (N-1406: COOMe, 4-OMe-Ph, O, 
S). (N.1407: COOMe, 4-tBu-Ph, 0, S), (N-1408: COOMe, 4-COOMe-Ph, 0, S). 
(N-1409: COOMe. 4-Pen-Ph. 0. S). (N-1410: COOMe, 4-N02-Ph, O, S), (N-1411: 
COOMe, 5-Cl-thiophene-2.yl, 0, S). (N-1412: COOMe. 3-Thienyl. O. S), (N- 

20 1413: COOMe, 2.Py, O. S), (N.1414: COOMe, 3-Py, O. S), (N-1415: COOMe, 4- 
Py, O, S), (N-1416: COOMe, 3,4-diF-Ph, O, S), (N-1417: COOMe, 5-Br- 
thiophene-2-yl, 0. S), (N.1418: COOMe. 4-CONH2-Ph, 0. S), (N-1419: COOMe. - 
4-C0N(Me)H-Ph, 0, S), (N-1420: COOMe, 4.CON(Me)2-Ph, 0, S), (N.1421: 
COOMe. 4-iPrOC(=0)-Ph, 0, S), (N-1422: COOMe, 4-nBuOC(=0)-Ph, 0. S). 

25 (N-1423: COOMe, 6-Me-pyridine-3-yl, 0, S), (N-1424: COOMe, Quinoline-3-yl, 
0, S), (N-1425: COOMe, 4-NH2-Ph, 0, S). (N-1426: COOMe, 4-N(Ac)H-Ph, 0, S), 
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(N-1427: COOMe! 4-OH-Ph, 0, S). (N-1428: COOMe, 3,4-di(OH)2-Ph, 0, S), 
(N-1429: COOMe, 3,4-di(NH2)-Ph, 0, S), (N-1430: COOMe, 3:4-[N(Ac)H]2-Ph, 0, 
S), (N-1431: COOMe, 4-SH-Ph, 0, S), (N-1432: COOMe, 4-SMe-Ph, O, S), (N- 
1433: COOMe. 3,4-diBr-Ph, 0, S). (N.1434: COOMe. 4-N(Me)H-Ph, O, S), (N- 
5 1435: COOMe, 4-N(Me)2-Ph. 0, S), (N-1436: COOMe, 4.N(Me)3+-Ph, O, S), (N- 
1437: COOMe, 4-Et-Ph, 0, S), (N-1438: COOMe, 4-iPr-Ph, O, S), (N-1489: 
COOMe, 4-nPr-Ph, 0, S), (N-1440: COOMe, 4-nBu-Ph, 0, S), (N-1441: COOMe, 
4-iBu.Ph, 0, S), (N-1442: COOMe, 3,4.diMe-Ph, 0, S), (N-1443: COOMe, 1,3- 
Benzodioxole-5-yl, O, S), (N-1444: COOMe, N-Me-pyridinium.4.yl, O, S), (N- 
10 1445: COOMe, N-Me-pyridinium-B-yl, 0, S), (N-1446: COOMe, 5-Me- 
Pyridine-2-yl, 0, S), (N-1447; COOMe, 2.Pyrazinyl, 0, S). (N-1448: COOMe, 

3- Pyrrolyl, 0, S), (N-1449: COOMe, l.Me-pyrrole-3-yl, 0, S), (N.1450: COOMe, 
Pyridine N-oxide-4-yl, O, S), (N-1451: COOMe, Pyridine N-oxide-3-yl, O, S), 
(N-1452: COOMe, 6-OH-pyridine-3-yl, 0, S), (N-1453: COOMe, 6-SH- 

15 pyridine-3-yl, O, S), (N-1454: COOMe, l-Ac-pyrrole-3-yl, 0, S), (N.1455: 
COOMe, 4-CF8-Ph, O. S), (N-1456: COOMe, 4.CN-Ph, 0, S), (N-1457: COOMe. 

4- CHO-Ph, 0, S), (N.1458: COOMe, 3-Cl-Ph, 0, S), (N-1459: COOMe, S-Br-Ph, 
O, S), (N-1460: COOMe, 3-F-Ph, 0, S), (N-1461: COOMe, 3-I-Pli, O, S), (N-1462: 
COOMe, 4-I-Ph, 0, S), (N.1463: COOMe. 4.0CF3-Ph, O, S), (N-1464: COOMe, 

20 3,4-diI-Ph, 0, S), (N.1466: COOMe, Indole-6-yl. O. S). (N-1466: COOMe. 1- 
Ac-indole-6-yl, 0, S), (N-1467: COOMe, l-Me-indole-6-yl, 0, S), (N-1468: 
COOMe, 4-(l-Iinidazolyl)-Ph, 0, S), (N-1469: COOMe, 4-Morphorino-Ph, O, S), 
(N-1470: COOMe, 4-(l-Piperazinyl).Ph, 0, S), (N-1471: COOMe, 2:5-diMe- 
thiophene-3-yl, 0, S), (N.1472: COOMe, 2.Furyl, 0, S), (N.1473: COOMe, 5- 

25 Me-furan-2-yl, 0, S), (N-1474: COOMe, 5-Me-furan-2-yl, 0, S), (N-1475: 
COOMe, 2-Thiazolyl, 0, S), (N-1476: COOMe, l:4-Benzodioxin.6-yl, 0. S). (N- 
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1477: COOMe. Benzo[b]furan-2-yl, 0, S), (N-1478: COOMe, 4-NH2CH2-Ph, 0, 
S), (N-1479: COOMe, 4-N(Me)HCH2-Pli, 0, S), (N-1480: COOMe, 4- 
N(Me)2CH2-Ph, 0. S), (N-1481: COOMe, 6-Cl-pyridme-3-yl, O, S), (N.1482: 
COOMe, 5,6-diCl-pyridine-3-yl, 0, S). (N-1488: COOMe, 5-Cl-pyridine-2-yl, 0, 
5 S), (N-1484: COOMe, 4:5-diCl.pyridine-2-yl, 0, S), (N.1485: COOMe, 4- 
C1CH2-Bn, O, S), (N-1486: COOMe, Bn, 0, S), (N-1487: COOMe, 4-Cl-Bii, O, S), 
(N-1488: COOMe, 4-Br-Bn, 0, S), (N-1489: COOMe, 4-F-Bn, 0, S). (N-1490: 
COOMe, 3,4.diCl-Bn, 0, iS), .(N-149|: COOMe, 3,4.diBr.Bn, 0, S), (N-1492: 
COOMe, 3,4.diF.Bn, 0, S), (N-1493: COOMe, 4.C1-Bz, O, S), (N-1494: COOMe, 

10 3,4-diCl-Bz, 0, S), (N-1495: COOMe, 4.Br-Bz, 0, S), (N-1496: COOMe, 3,4- 
diBr-Bz, 0, S), (N-1497: COOMe, 4-F-Bz, 0, S). (N-1498: COOMe, 3,4-diF-Bz, 0, 
S), (N-1499: COOMe, 4-N02-Bn, 0, S), (N.1500: COOMe, 4-CN-Bn, 0, S), (N- 
1501: Ph, Me, S, O), (N-1502: 4.F-Ph, Me, S, 0), (N-1503: 4-Br.Ph, Me, S, O), 
(N-1504: 4-Me-Ph, Me. S, 0), (N.1605: 4-Ph-Ph, Me, S, O), (N.1506: 4-OMe-Pli, 

15 Me, S, 0), (N-1507: 4-tBu-Ph, Me, S, 0), (N.1508: 4-COOMe.Ph, Me, S, O), 
(N-1509: 4-Pen-Ph, Me, S, 0), (N-ISIO: 4.N02-Ph, Me, S, 0), (N-1511: 5-Cl- 
thiophene-2-yl, Me, S, O), (N-1512: 3-Thienyl, Me, S, O), (N-1513: 2-Py, Me, S, 
0), (N.1514: 3-Py, Me, S, 0), (N.1515: 4-Py, Me, S, O), (N-1516: 3,4-diF-Pli, Me, 
S, 0), (N-1517: 5-Br-thiophene-2-yl, Me, S, 0). (N-1518: 4-CONH2-Ph, Me, S, 

20 0), (N.1619: 4.C0N(Me)H.Ph, Me, S, 0), (N-1620: 4.CON(Me)2-Ph, Me, S, O), 
(N-1521: 4-iPrOC(=0)-Ph, Me, S, O), (N-1522: 4-nBuOC(=0)-Ph, Me, S, 0), 
(N-1523: 6-Me-pyridine-3-yl, Me, S, O), (N-1524: Quinoline-3-yl, Me, S, 0), 
(N-1525: 4.NH2-Ph, Me, S, 0), (N-1526: 4-N(Ac)H-Ph, Me, S, O), (N.1527: 4- 
OH-Ph, Me, S, 0), (N-1528: 3,4-di(OH)2-Ph, Me, S, 0), (N.1529: 3,4-di(NH2)-Pli, 

25 Me, S, 0), (N-1530: 3:4-[N(Ac)H]2-Pli, Me, S, 0), (N-1531: 4-SH-Ph, Me, S, 0), 
(N-1532: 4-SMe-Ph, Me, S, 0), (N.1533: 3,4-diBr.Ph, Me, S, 0), (N.1534: 4- 
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N(Me)H.Ph, Me, S, O), (N-1535: 4.N(Me)2-Ph, Me, S, 0), (N-1536: 4-N"(Me)3+- 
Ph, Me, S, O), (N.1537: 4.Et-Ph, Me, S, 0), (N-1538: 4.iPr-Fh, Me, S, 0), (N- 
1539: 4-nPr-Ph, Me, S, 0), (N-1540: 4-nBu-Ph, Me, S, O). (N-1541: 4-iBu-Ph, 
Me, S, O), (N-1542: 3,4-diMe-Ph, Me, S, O), (N-1543: l,3-Benzodioxole-5-yl, Me, 
5 S, O), (N-1544: N-Me-pyridinium-4-yl, Me, S, 0),"(N-1545: N-Me-pyridinium- 
-3-yl, Me, S, 0), (N-1546: 5-Me-Pyridine-2.yl, Me, S, 0), (N-1547: 2-Pyrazinyl, 
Me, S, O), (N.1548: 3-Pyrrolyl, Me, S, 0), (N-1549: l-Me-pyrrole-3-yl, Me, S, 0), 
(N-1550: Pyridine N-oxide-4-yl, Me, S, 0), (N-1551: Pyridine N-oxide-3-yl, Me, 
S, O), (N-1552: 6-OH-pyridine-3-yl, Me, S, O), (N-1553: 6-SH-pyridine-3-yl, Me, 
10 S, O), (N-1554: l-Ac-pyrrole-3-yl, Me, S, O), (N-1555: 4-CF3-Ph, Me, S, 0), 
(N-1556: 4.CN.Ph, Me, S, 0), (N-1557: 4.CH0-Ph, Me, S, 0), (N.1558: 3-Cl-Ph, 
Me, S, O), (N-1559: 3-Br-Ph, Me, S, 0), (N-1560: 3-F-Ph, Me. S, O), (N-1561: 

3- I-Ph, Me, S, O), (N-1562: 4.1-Ph, Me, S, O), (N-1563: 4-OCF3-Ph, Me, S, 0), 
(N.1564: 3,4-diI-Ph, Me, S, 0), (N-1565: Indole-6-yl, Me, S, 0), (N-1566: 1-Ac- 

15 indole-G-yl. Me, S, O), (N-1567: l-Me-indole-6-yl, Me, S, O). (N-1568: 4-(l- 
ImidazolyD-Ph, Me, S, 0), (N-1569: 4-Morphorino-Ph, Me, S. 0), (N-1570: 4- 
(l-Piperazinyl)-Ph, Me, S, 0), (N-1571: 2:5-diMe-thiophene-3-yl, Me, S, 0), 
(N.1572: 2-Furyl, Me, S, 0), (N-1573: 5-Me-furan-2-yl, Me, S, O), (N-1574: 5- 
Me-furan-2.yl, Me, S, 0). (N-1575: 2-Thiazolyl, Me. S. 0), (N-1576: 1:4- 

20 Benzodioxin-6-yl, Me, S, 0), (N-1577: Benzo[b]furan.2-yl, Me, S, O), (N-1578: 

4- NH2CH2-Ph, Me, S, O), (N.1579: 4.N(Me)HCH2-Ph, Me, S, 0), (N-1580: 4- 
N(Me)2CH2-Ph, Me, S, 0), (N-1581: 6-Cl-pyridine-3-yl, Me. S, 0), (N-1582: 
5,6-diCl-pyridine-3-yl, Me, S, 0), (N-1583: 5-Cl-pyridine-2-yl, Me, S, 0), (N- 
1584: 4:5-diCl-pyridine-2-yl, Me, S, 0), (N.1585: 4-CICH2-Bn, Me, S, 0), (N- 

25 1586: Bn, Me, S, 0), (N-1587: 4-Cl-Bn, Me, S, 0), (N-1588: 4.Br-Bn, Me, S, 0), 
(N-1589: 4-F-Bii. Me, S, 0). (N-1590: 3,4-diCl-Bn, Me, S, 0), (N-1591: 3,4- 
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diBr-Bn, Me, S, 0), (N-1592: 3.4-diF-Bn, Me, S, O), (N-1593: 4-Cl-Bz, Me, S, 0), 
(N-1594: 3,4-diCl-Bz, Me, S, 0). (N-1595: 4-Br-Bz, Me, S. 0), (N-1596: 3,4- 
diBr-Bz, Me, S, 0), (N- 1597: 4.F-Bz, Me. S, 0), (N-1598: 3,4-diF-Bz, Me, S, O), 
(N-1599: 4-N02-Bn, Me, S, O), (N-1600: 4-CN-Bn, Me, S, 0), (N-1602: 4-F-Ph, 
5 Et, S, 0), (N-1603: 4.Br-Ph, Et, S, 0), (N.1604: 4-Me-Ph, Et, S, 0). (N-1605: 
4-Ph-Fh, Et, S, 0), (N-1606: 4-OMe-Ph, Et, S, 0), (N-1607: 4-tBu-Ph, Et, S, O), 
(N.1608: 4-COOMe-Ph, Et, S, 0), (N-1609: 4-Peii-Ph, Et, S, 0), (N-1610: 4- 
N02-Ph, Et, S, 0), (N-1611: 5-Cl-thiophenB-2-yl, Et, S, 0), (N-1612: 3-Th.ienyl, 
Et, S, 0), (N-1613: 2-Py, Et, S, 0), (N-1614: 3-Py, Et, S, 0), (N-1615: 4-Py, Et, 

10 S, O), (N-1616: 3,4-diF-Ph, Et, S, O), (N-1617: 5-Br-thiophene-2-yl, Et, S, O), 
(N-1618: 4-C0NH2-Ph, Et, S, O), (N-1619: 4-C0N(Me)H-Ph, Et, S, 0), (N-1620: 
4-CON(Me)2-Ph, Et, S, O), (N-1621: 4-iPrOC(=0)-Ph, Et, S, 0), (N-1622: 4- 
nBuOC(=0)-Ph, Et, S, O), (N-1623: 6-Me-pyridine-3-yl, Et, S, 6), (N-1624: 
Quinoline-3-yl, Et, S, 0), (N-1625: 4-NH2-Ph, Et, S, 0), (N-1626: 4-N(Ac)H.Ph, 

15 Et, S, 0), (N-1627: 4-OH-Ph, Et, S, O), (N-1628: 3,4-di(OH)2-Ph, Et, S, O), (N- 
1629: 3,4-di(NH2)-Ph, Et, S, O), (N-1630: 3:4-[N(Ac)H]2-Ph, Et, S, 0), (N-1681: 
4-SH-Ph, Et, S, 0), (N-1632: 4-SMe-Ph, Et, S, O), (N.1633: 3,4-diBr-Ph, Et, S, 
O), (N-1634: 4-N(Me)H-Ph, Et, S, O), (N-1635: 4-N(Me)2-Ph, Et, S, O), (N-1636: 

4- N(Me)3+-Ph, Et, S, O), (N-1637: 4.Et-Ph, Et, S, O), (N-1638: 4-iPr.Ph, Et, S. 
20 O), (N-1639: 4-nPr.Ph, Et, S, 0), (N.1640: 4-nBu-Ph, Et, S, 0), (N-1641: 4- 

iBu-Ph, Et, S, 0), (N-1642: 3,4-diMe-Ph, Et, S, O), (N-1643: 1,3-Benzodioxole- 

5- yl, Et, S, 0), (N.1644: N.Me-pyridinium-4.yl, Et, S, 0), (N-1645: N-Me- 
pyridinium-3-yl, Et, S, 0), (N.1646: 5-Me-Pyridine-2-yl, Et, S, 0), (N.1647: 2. 
Pyrazinyl, Et, S, 0), (N-1648: 3-Pyrrolyl, Et, S. O), (N-1649: l-Me-pyrroIe-3-yl, 

25 Et, S, 0), (N-1650: Pyridine N-oxide-4-yl, Et, S, O), (N-1651: Pyridine N- 
oxide-3-yl, Et, S, 0), (N-1652: 6-OH-pyridine-3-yl, Et, S. 0), (N-1653: 6-SH- 
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pyridine -3-yl, Et, S, 0), (N-1654: l-Ac-pyrrole-3-yl, Et, S, O), (N-1655: 4-CF3- 
Ph, Et, S, O), (N-1656: 4-CN-Ph, Et, S, 0), (N.1657: 4-CHO-Pli, Et, S, 0), (N- 
1658: 3-Cl-Ph, Et, S, 0), (N-1659; 3-Br-Ph, Et, S. 0), (N-1660: 3-F-Ph, Et, S. 0), 
(N-1661: 3-I-Ph, Et. S, 0), (N-1662: 4-I-Ph, Et, S, 0), (N-1663: 4-OCF3-Ph, Et, 
5 S, O), (N-1664: 3,4-diI.Ph, Et, S, 0), (N-1665: Indole-6-yl, Et, S, 0), (N.1666: 
l-Ac-indole-6-yl, Et, S, O), (N-1667: l-Me-indole-6-yl, Et, S, 0), (N-1668: 4- 
(l-ImidazolyD-Ph, Et, S, O), (N-1669: 4-Morphorino-Ph, Et, S, O), (N-1670: 4- 
(l-Piperazinyl)-Ph, Et, S, O), (N-lSTl: 2:5-diMe-thiophene-3-yl, Et, S, O), (N- 
1672: 2-Furyl, Et, S, 0), (N-1673: 5-Me-furan-2-yl, Et, S, O). (N-1674: 5-Me- 

10 furan.2-yl, Et, S, O), (N-1675: 2-Thiazolyl, Et, S, O), (N-1676: 1:4- 
Benzodioxin-6-yl, Et, S, O), (N-1677: Benzo[b]furaii.2-yl, Et, S, 0), (N-1678: 
4-NH2CH2-Ph, Et, S, 0), (N.1679: 4-N(Me)HCH2-Ph, Et, S, 0), (N-IBSO: 4- 
N(Me)2CH2-Ph, Et, S, 0), (N-1681: 6-Cl-pyridine-3-yl. Et, S, O), (N-I682: 5,6- 
diCl-pyridiiie-3-yl, Et, S, 0), (N-1683: 5-Cl-pyridine-2-yl, Et, S, O), (N-1684: 

15 4:5-diCI-pyridine-2-yl, Et, S, 0), (N-1685: 4-CICH2-B11, Et, S, 0), (N-1686: Bn, 
Et, S, O), (N-1687: 4.C1-Bn, Et, S, O), (N.1688: 4-Br-Bn, Et, S. O), (N.1689: 
4-F-Bn, Et, S, 0), (N-1690: 3,4-diCl-Bii, Et, S, 0), (N-1691: 3,4-diBr-Bn, Et, S, 
0), (N-1692: 3,4-diF-Bn, Et, S, O), (N-1693: 4-Cl-Bz, Et, S. O), (N-1694: 3,4- 
diCl-Bz. Et. S, O), (N-1695: 4-Br-Bz, Et, S, O), (N-1696: 3,4-diBr-Bz, Et, S, O), 

20 (N-1697: 4-F-Bz, Et, S, O), (N-1698: 3,4-diF-Bz, Et, S, O), (N-1699: 4-N02-Bn, 
Et, S, 0), (N-1700: 4-CN-Bn, Et, S, 0), (N-1701: Ph, COOMe, S, O), (N-17G2: 

4- F-Ph, COOMe, S, O), (N-1703: 4-Br-Ph, COOMe, S, O), (N-1704: 4.Me-Ph, 
COOMe, S, O), (N-1705: 4-Ph-Ph, COOMe, S, O), (N-1706: 4-OMe-Ph, COOMe. 
S, 0), (N-1707: 4-tBu-Ph, COOMe, S, 0), (N-1708: 4-COOMe-Ph, COOMe, S, 0), 

25 (N.1709: 4-Pen-Ph, COOMe, S, 0), (N-1710: 4-N02-Ph, COOMe, S, 0), (N-1711: 

5- Cl-thiophene-2-yl, COOMe, S. 0), (N-1712: 3-Thienyl, COOMe, S, 0), (N- 
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1713: 2-Py, COOMe, S, 0), (N-1714: 3-Py, COOMe, S, 0), (N-ITIS: 4-Py, 
COOMe, S. 0), (N-1716: 3,4-(iiF-Ph, COOMe, S, O), (N-1717: 5-Br-thiophene- 
2.yl, COOMe, S, 0), (N.1718: 4-CONH2-Ph, COOMe, S, 0), (N.1719:. 4- 
C0N(Me)H-Ph, COOMe, S, 0), (N-1720: 4-CON(Me)2-Ph, COOMe, S, O), (N- 
5 1721: 4.iPrOC(=0)-Ph, COOMe, S, O), (N-1722: 4-nBuOC(=0)-Ph, COOMe, S, 
0), (N-1728: 6-Me-pyridine-3-yl, COOMe, S, 0), (N-1724: Quinolme-3-yl, 
COOMe, S, 0), (N-1725: 4.NH2-Ph, COOMe, S, 0), (N-1726: 4-N(Ac)H-Ph, 

» 

COOMe, S, 0), (N-1727: 4-OH-Ph, COOMe, S, O), (N-1728: 3,4-di(OH)2-Ph, 
COOMe, S, O), (N.1729: 3,4-di(NH2)-Ph, COOMe, S, 0), (N.1730: 3:4- 

10 [N(Ac)H]2-Pb, COOMe, S, 0), (N-1731: 4-SH-Pli, COOMe, S, 0), (N-1732: 4- 
SMe-Ph, COOMe, S, 0), (N-1733: 3.4-diBr-Ph, COOMe, S, 0), (N.1734: 4- 
N(Me)H-Ph, COOMe, S, 0), (N-1735: 4-N(Me)2-Ph, COOMe. S, O), (N-1736: 4- 
N(Me)3*-Ph, COOMe, S, 0), (N-1737: 4-Et-Ph, COOMe, S. 0), (N-1738: 4-iPr- ' 
Ph, COOMe, S, O), (N-1739:. 4-nPr-Ph, COOMe, S, 0), (N-1740: 4-iiBu-Ph, 

15 COOMe, S, O), (N-1741: 4-iBu-Ph, COOMe, S, 0), (N-1742: 3,4-diMe-Ph, 
COOMe, S, 0). (N-1743: l,3-Ben2odiox61e-5-yl, COOMe, S, O), (N-1744: N- 
Me-pyridinium-4-yl, COOMe, S, 0), (N-1745: N-Me-pyridinium-3-yl, COOMe, 
S, O), (N-1746: 5-Me-Pyridine-2.yl, COOMe, S, 0), (N.1747: 2-Pyrazinyl, 
COOMe, S, 0), (N-1748: 3-Pyrrolyl, COOMe, S, O), (N-1749: l-Me-pyrrole-S-yl, 

20 COOMe, S, O), (N-1750: Pyridine N-oxide-4-yl, COOMe, S, O), (N-1751: 
Pyridine N-oxide-3-yl, COOMe, S. 0), (N-1752: 6-OH-pyridine-3-yl, COOMe, S, 
O), (N-1753: 6-SH-pyridine-3-yl, COOMe, S, 0), (N-1754: l-Ac-pyrrole-3-yl. 
COOMe, S, 0), (N-1755: 4-CF3-Ph, COOMe, S, 0), (N-1756: 4-CN-Ph, COOMe, 
S, 0), (N.1757: 4-CHO-Ph, COOMe, S, O), (N.1758: 3-Cl-Ph, COOMe, S, 0), 

25 (N-1759: 3-Br-Ph, COOMe, S, 0), (N-1760: 3-F-Ph, COOMe, S, O), (N-1761: 3- 
I-Ph, COOMe. S, 0), (N.1762: 4-I-Ph, COOMe, S, 0), (N-1763: 4.0CF3.Ph. 
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COOMe, S, 0), (N-1764: 3,4-diI-Ph, COOMe, S. 0), (N.1765: Indole-6-yl, 
COOMe, S, 0), (N.1766: l-Ac-indole-6-yl, COOMe, S, O), (N.1767: 1-Me- 
indole-6-yl, COOMe. S, 0), (N-1768: 4.(l.Imidazolyl)-Ph, COOMe, S, 0), (N- 
1769: 4-Morphorino-Ph, COOMe, S, 0), (N-1770: 4-(l-Piperazinyl)-Ph. COOMe, 
6 S, 0), (N.1771: 2:5-diMe-thiophene-3-yl, COOMe, S, O), (N-1772: 2-Furyl, 
COOMe, S, 0), (N-1773: 5-Me-furan-2-yl, COOMe, S, 0), (N-1774: 5-Me- 
furaii-2-yl, COOMe, S, 0), (N-1775: 2-Thiazolyl, COOMe, S, 0), (N-1776: 1:4- 
Benzodioxin-6-yl, COOMe, S, 0), (N-1777: Benzo[b]furaii-2-yl, COOMe, S, O), 
(N-1778: 4-NH2CH2-Ph, COOMe, S, O), (N.1779: 4.N(Me)HCH2-Ph, COOMe, S, 

10 0), (N-1780: 4-N(Me)2CH2-Pli, COOMe, S, O), (N-1781: 6-Cl-pyridine-3-yl. 
COOMe, S, 0), (N-1782: 5,6-diCl-pyridine-3-yl, COOMe, S, 0), (N-1783: 5-Cl- 
pyridine-2-yl, COOMe, S, 0), (N-1784: 4:5-diCl-pyridine-2-yl, COOMe, S, 0), 
(N.1785: 4-ClCH2-Bn, COOMe, S, 0), (N.1786: Bn; COOMe, S, 0), (N-1787: 4- 
Cl-Bn, COOMe, S, O), (N-1788: 4-Br-Bn, COOMe, S, 0), (N-1789: 4-F-Ba, 

15 COOMe, S, 0), (N-1790: 3,4.diCl-Bn, COOMe, S, 0), (N-1791: 3,4-diBr-Bn, 
COOMe, S, 0), (N-1792: 3,4-diF.Bn, COOMe, S, O), (N.1793: 4.C1-Bz, COOMe, 
S, O), (N-1794: 3,4-diCl-Bz, COOMe, S, 0). (N-1795: 4-Br-Bz, COOMe, S, O), 
(N-1796: 3,4-diBr-Bz, COOMe, S, O), (N-1797: 4-F-Bz, COOMe, S, O), (N-1798: 
3,4-diF-Bz, COOMe, S, 0), (N-1799: 4-N02-Bn, COOMe, S. 0). (N-1800: 4-CN- 

20 Bn. COOMe, S, 0), (N-1801: H, Ph. S, O), (N-1802: H, 4-F-Ph, S, O), (N-1803: H, 
4-Br-Ph, S. 0), (N-1804: H. 4-Me-Ph, S, O), (N-1805: H, 4-Ph-Ph, S, O), (N- 
1806: H, 4-OMe-Ph, S, O), (N-1807: H, 4-tBu-Ph, S. 0), (N-1808: H, 4- 
COOMe-Ph, S. 0), (N-1809: H..4-Pen-Ph, S, 0). (N-1810: H, 4-N02-Ph, S. O), 
(N-1811: H, 5-Cl-thiophene-2.yl, S, 0), (N-1812: H, 3-Thienyl, S, 0), (N.1813: 

25 H, 2-Py, S, 0), (N.1814: H, 3-Py, S, 0), (N-1815: H, 4-Py, S, O), (N-1816: H, 
3.4-diF-Ph, S. 0). (N-1817: H, 5-Br.tJiiophene-2-yl, S, 0), (N-1818: H, 4- 
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C0NH2-Ph, S, 0), (N-1819: H. 4-C0N(Me)H.Ph, S, 0), (N-1820: H. 4- 
C0N(Me)2-Ph, S, 0), (N-1821: H, 4-iPrOC(=0)-Ph, S, O), (N-1822: H, 4- 
nBuOC(=0).Ph, S, O), (N-1823: H, 6-Me-pyridine-3-yl, S, O), (N.1824: H, 
Quinoline-3-yl. S, 0), (N-1825: H. 4-NH2-Ph, S, O), (N-1826: H, 4-N(Ac)H-Ph, S, 
5 0), (N-1827: H, 4-OH-Ph, S, 0), (N-1828: H. 3,4-di(OH)2-Ph, S, O), (N-1829: H, 
3,4-di(NH2)-Ph, S, 0), (N.1830: H, 3:4-[N(Ac)H]2-Ph, S, 0), (N-1831: H, 4-SH- 
Ph. S, 0). (N-1832: H, 4-SMe-Ph, S. 0), (N-1833: H, 3,4-diBr-Ph, S, 0), (N-1834: 
H. 4-N(Me)H.Ph, S. O), (N-1835: H, 4-N(Me)2-Ph, S, O), (N-1836: H, 4- . 
N(Me)3+-Ph, S, 0), (N-1837: H, 4-Et-Ph, S, 0). (N-1838: H, 4.iPr-Ph, S, O), 
10 (N-1839: H, 4-nPr-Ph, S, 0), (N-1840: H, 4-nBu-Ph, S, O), (N-1841: H, 4-iBu- 
Ph, S, O), (N.1842: H, 3,4.diMe-Ph. S. O), (N-1843: H. 1.3-Benzodioxole-5-yl, S. 
0), (N-1844: H, N-Me-pyridiiiium-4-yl, S, 0), (N-1845: H, N-Me-pyridinium- 

3- yl, S, O), (N-1846: H, 5-Me-Pyridine-2-yl, S, O), (N-1847: H, 2-Pyrazinyl, S, 
0), (N-1848: H, 3-Pyrrolyl, S, 0), (N-1849: H, l-Me-pyrrole-3-yl, S, 0), (N- 

15 1850: H. Pyridine N-oxide-4-yl. S, 0), (N-1851: H, Pyridine N-oxide-3-yl, S, O), 
(N-1852: H, 6-OH-pyridine-3-yl, S, 0), (N-1853: H, 6-SH-pyridine-3-yl, S, O), 
(N-1854: H, l-Ac-pyrrole-3-yl, S, 0), (N-1855: H, 4-CF3-Ph, S, O), (N-1856: H, 

4- CN-Pli, S. O), (N.1857: H, 4-CHO-Ph, S, 0), (N-1858: H, 3-Cl-PIi, S, 0), (N- 
1859: H, 3-Br.Ph, S, O), (N-1860: H. 3-F-Ph. S, O), (N-1861: H, 3-I-Ph. S, O), 

20 (N-1862: H, 4-1 -Ph, S, O), (N-1863: H, 4-OCF3-Ph, S, O), (N-1864: H, 3,4-diI-Ph, 
S, 0), (N-1865: H, Indole-6-yl, S, 0). (N-1866: H, l-Ac-indole-6-yl, S, 0), (N- 
1867: H. l-Me-indole-6-yl, S, 0), (N-1868: H, 4-(l-Imidazolyl)-Ph, S, 0), (N- 
1869: H, 4-Morphorino-Ph, S, O), (N-1870: H, 4-(l-Piperazinyl)-Ph, S, 0), (N- 
1871: H, 2:5-diMe-thiophene-3-yl, S, 0), (N-1872: H, 2-Furyl, S, 0), (N.1873: H, 

25 5-Me-furan-2-yl, S, O), (N-1874: H, 5-Me-furan-2-yl, S, 0), (N-1875: H, 2- 
Thiazolyl, S, 0), (N-1876: H, l:4.Benzodioxin-6-yl, S, 0), (N-1877: H, 
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Benzo[b]furaii.2-yl, S, 0), (N-1878: H, 4-NH2CH2-Ph, S, O), (N-1879: H, 4- 
N(Me)HCH2-Ph, S, 0), (N-1880: H, 4-N(Me)2CH2.Ph, S, O), (N-1881: H, 6-Cl- 
pyridine-3-yl, S, 0). (N-1882: H, 5,6-diCl-pyridine-3-yl, S, 0), (N-1883: H, 5- 
Cl-pyridine-2.yl, S, 0), (N-1884: H, 4:5-diCl-pyridine-2-yl, S, 0), (N.1885: H, 
5 4-ClCH2-Bn, S, 0), (N.1886: H, Bn, S, 0), (N.1887: H, 4.C1-Bn, S, 0), (N.1888: 
H, 4-Br-Bn, S, 0), (N-1889: H, 4-F-Bn, S, 0), (N-1890: H, 3,4-diCl-Bn, S, O), 
(N-1891: H, 3,4-diBr-Bn, S, 0), (N-1892: H. 3,4-diF-Bn, S. 0), (N-1893: H, 4- 
Cl-Bz, S, O), (N-1894: H, 3,4-diCl-Bz, S, O), (N-1895: H, 4-Br.B2, S, O), (N- 
1896: H, 3.4-diBr-Bz, S, 0), (N-1897: H, 4-F-Bz', S, O), (N-1898: H, 3,4-diF-Bz, 

10 S, 0), (N-1899: H, 4-N02-Bn, S. 0), (N-1900: H, 4-CN-Bn, S, O), (N-1901: Et, Ph, 
S, O), (N-1902: Et, 4-F-Ph, S, O), (N-1903: Et. 4-Br-Ph, S, O), (N-1904: Et, 4- 
Me-Ph, S, 0). (N-1905: Et, 4-Ph-Ph, S, O), (N-1906: Et, 4-OMe-Ph, S, 0), (N- 
1907: Et, 4-tBu.Ph, S, O), (N-1908: Et, 4-COOMe-Ph, S, 0), (N.1909: Et, 4- 
Pen-Ph, S, O), (N-1910; Et, 4-N02-Ph, S, O), (N-1911: Et, 5-Cl-thiophene-2-yl, 

15 S, O), (N.1912: Et, 3-Thienyl, S, 0), (N-1913: Et, 2-Py, S, O), (N.1914: Et, 3-Py, 
S, O), (N-1915: Et, 4-Py, S, 0), (N-1916: Et, 3,4-diF-Ph, S, 0), (N-1917: Et, 5- 
Br-thiophene-2-yl, S, 0), (N-1918: Et, 4-CONH2-Ph. S, O), (N-1919: Et, 4- 
CON(Me)H-Ph, S, 0), (N-1920: Et, 4-CON(Me)2-Ph, S, O), (N-1921: Et, 4- 
iPrOC(=0)-Ph, S, O), (N-1922: Et, 4-nBuOC(=0)-Ph, S, O), (N-1923: Et, 6- 

20 Me-pyridine-3-yl, S, O), (N-1924: Et, Quinoline-3-yl, S, O), (N-1925: Et, 4- 
NH2-Ph, S, O), (N.1926: Et, 4.N(Ac)H-Ph, S, 0), (N-1927: Et, 4-OH-Ph, S, 0), 
(N-1928: Et, 3,4-di(0H)2.Pli, S, 0), (N-1929: Et, 3,4-di(NH2)-Ph, S, 0), (N-1930: 
Et, 3:4.[N(Ac)H]2-Ph, S, 0), (N-1931:Et, 4-SH-Ph, S, 0). (N-1932: Et, 4-SMe- 
Ph, S, 0), (N-1933: Et, 3,4-diBr-Ph, S, 0), (N.1934: Et, 4.N(Me)H-Ph, S, 0), 

25 (N-1935: Et, 4-N(Me)2-Ph, S, 0), (N-1936: Et, 4-N(Me)3+-Pli, S, O), (N-1937: Et, 
4-Et-Ph, S, 0), (N-1938: Et, 4-iPr-Ph, S, O), (N-1939: Et, 4-nPr-Ph. S, 0). (N- 
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1940: Et, 4-nBu-Ph, S, 0), (N-1941: Et, 4-iBu-Ph, S, 0), (N-1942: Et, 3,4- 
diMe-Ph, S, 0), (N-1943: Et, l,3-Benzodioxole-5-yl, S, 0), (N-1944: Et, N-Me- 
pyridiniuin-4-yl, S, 0). (N-1945: Et, N-Me-pyridinium-3-yl, S, O), (N-1946: Et, 
5-Me-Pyridine-2.yl, S, O), (N.1947: Et, 2-Pyrazinyl, S, O), (N-1948: Et, 3- 
5 Pyrrolyl, S, O), (N-1949: Et, l-Me-pyrrole.3-yl, S, 0), (N-1950: Et, Pyridine 
N-oxide-4-yl, S, 0), (N-1951: Et, Pyridine N-oxide-3-yl, S, 0), (N-1952: Et, 6- 
OH.pyridine-3-yl, S, 0), (N-1953: Et, 6-SH.pyridine-3-yI, S, 0), (N.1954: Et, 
1 -Ac-pyrrole -S-yl, S, O), (N-1955: Et, 4-CF3-Ph, S, 0), (N.1956: Et, 4-CN-Ph, S, 
0), (N-1957: Et, 4-CHO-Ph, S, O), (N-1958: Et, 3-Cl-Ph, S. O), (N-1959: Et, 3- 
10 Br-Ph, S, 0), (N-1960: Et, 3-F-Ph, S, O), (N-1961: Et, 3-I-Ph, S, O), (N-1962; Et, 
4-I-Ph, S, O), (N-1963: Et, 4-0CF3-Ph, S, O), (N-1964: Et, 3,4-diI-Ph, S, O). 
(N-1965: Et, Indole-6-yl, S, O), (N.1966: Et, l-Ac-indole-6-yl, S, O). (N-1967: Et. 
l-Me-indoIe-6-yl, S, O), (N-1968: Et, 4-(l-Imidazolyl)-Ph, S, O), (N-1969: Et, 

4- Morphorino-Ph, S. 0), (N-1970: Et, 4-(l-Piperazinyl)-Ph, S, O), (N-1971: Et, 
15 2:5-diMe-thiophene-3-yl, S, O), (N-1972: Et, 2-Furyl, S. O), (N-1973: Et, 5- 

Me-furan-2-yl, S, O), (N-1974: Et, 5-Me-furan-2-yl, S, 0), (N-1975: Et, 2- 
Thiazolyl, S, 0), (N-1976: Et, l:4-Benzodioxin-6-yl, S, O), (N-1977: Et, 
Benzo[b]furan-2-yl, S. O). (N-1978: Et. 4-NH2CH2-Ph, S, O). (N-1979: Et, 4- 
N(Me)HCH2-Ph, S, .0). (N- 1980: Et. 4-N(Me)2CH2-Ph, S, 0), (N-1981: Et, 6- 
20 Cl.pyridine-3-yl, S, 0), (N-1982: Et, 5,6-diCl-pyridine-3-yl, S, 0), (N-1983: Et, 

5- Cl-pyridine-2-yl, S, 0), (N-1984: Et, 4:5-diCl-pyridine-2-yl, S, 0), (N-1985: 
Et, 4-ClCH2-Bn, S, O), (N-1986: Et, Bn, S, 0), (N-1987: Et, 4-Cl-Bn, S, O), 
(N-1988: Et, 4-Br-Bn. S, 0), (N-1989: Et, 4-F-Bn. S, 0), (N-1990: Et, 3,4-diCl- 
Bn, S, 0), (N-1991: Et, 3,4-diBr-Bn, S, 0), (N-1992: Et, 3,4-diF-Bn, S, O), (N- 

25 1993: Et, 4-Cl-Bz, S, 0), (N-1994: Et, 3,4.diCl-Bz, S, 0), (N-1995: Et, 4-Br-Bz, 
S, 0), (N.1996: Et, 3,4-diBr-Bz, S, 0), (N-1997: Et, 4-F-Bz, S. 0), (N-1998: Et, 
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3,4.diF-Bz, S. 0). (N-1999: Et, 4-N02-Bn, S, 0), (N-2000: Et, 4-CN-Bn, S, O), 
(N-2001: COOMe, Ph, S, 0), (N-2002: COOMe, 4-F-Ph, S, 0), (N-2003: COOMe, 
4-Br-Ph, S, 0), (N-2004: COOMe, 4-Me-Ph, S, 0), (N-2005: COOMe, 4-Ph-Ph, S. 
0), (N.2006: GOOMe. 4-OMe-Ph, S, 0), (N.2007: COOMei 4-tBu-Ph, S, 0), (N- 
5 2008: COOMe, 4.C00Me-Ph, S, O), (N.2009: COOMe, 4.Pen-Ph, S, 0), (N-2010: 
COOMe, 4-N02-Ph, S, 0), (N-2011: COOMe. 5-Cl-thiophene-2-yl, S, O), (N- 
2012: COOMe, 3-Thienyl, S, 0), (N-2013: COOMe, 2-Py, S, 0), (N-2014: COOMe, 

3- Py, S, O), (N-2015: COOMe, 4-Py, S, 0), (N-2016: COOMe, 3,4-diF-Ph, S, O), 
(N-2017: COOMe, 5-Br.thiophene-2-yl, S, 0), (N-2018: COOMe, 4-CONH2-Ph, 

10 S, O), (N-2019: COOMe, 4-C0N(Me)H-Ph, S, O), (N-2020: COOMe, 4- 
C0N(Me)2-Ph, S. O), (N-2021: COOMe, 4-iPrOC(=0)-Ph, S, 0), (N-2022: 
COOMe, 4-nBuOC(=0)-Ph, S, O), (N-2023: COOMe, 6.Me-pyridine.3-yl, S, O), 
(N-2024: COOMe, Quinoline-3-yl, S, O), (N-2025: COOMe, 4-NH2-Ph, S, O), 
(N-2026: COOMe, 4-N(Ac)H-Ph, S, 0), (N-2027: COOMe, 4-OH-Ph, S. O), (N- 

15 2028: COOMe, 3,4.di(OH)2-Ph, S, 0), (N-2029: COOMe, 3,4.di(NH2)-Pli, S, O), 
(N-2080: COOMe, 3:4-[N(Ac)H]2-Ph, S, O), (N-2031: COOMe, 4-SH-Ph, S. O), 
(N-2032: COOMe, 4-SMe-Ph, S, 0), (N-2033: COOMe, 3,4-diBr-Ph. S, O), (N- 
2034: COOMe, 4.N(Me)H-Ph, S, O), (N-2035: COOMe, 4-N(Me)2-Ph, S, O), (N- 
2036: COOMe, 4-N(Me)3*-Ph, S, O), (N.2037: COOMe, 4-Et-Ph, S, 0), (N-2038: 

20 COOMe, 4-iPr-Ph, S, O), (N-2039: COOMe, 4-nPr.Pli, S, O), (N-2040: COOMe, 

4- nBu-Ph, S, 0), (N-2041: COOMe, 4-iBu-Ph, S, 0), (N-2042: COOMe, 3.4- 
diMe-Ph, S, 0), (N-2043: COOMe, l,3-Benzodioxole-5-yl, S, 0), (N-2044: 
COOMe, N-Me-pyridinium-4-yl, S, 0), (N-2045: COOMe, N-Me-pyridinium-S- 
yl, S, 0), (N-2046: COOMe, 5-Me-Pyridine-2-yl, S, 0), (N-2047: COOMe, 2- 

25 Pyrazinyl, S, O), (N-2048: COOMe, 3-Pyrrolyl, S, 0), (N-2049: COOMe, 1-Me- 
pyrrole-3-yl, S, O), (N-2050: COOMe, Pyridine N-oxide-4-yl, S, 0), (N-2051: 
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COOMe, Pyridine N-oxide-3-yl, S, 0), (N-2052: COOMe, 6-OH-pyridine-3-yl, S, 
0), (N-2053: COOMe, 6-SH-pyridine-3-yl, S, 0), (N-2054: COOMe, 1-Ac- 
pyrrole-3-yl, S, 0), (N-2055: COOMe, 4-CF3-Ph, S* 0), (N.2056: COOMe, 4- 
CN-Ph, S, 0), (N.2057: COOMe, 4.CH0-Ph, S, O), (N.2058: COOMe, 3-Cl-Ph, S, 
5 0), (N-2059: COOMe, 3.Br.Ph, S, O), (N.2060: COOMe, 3-F-Ph, S, O), (N.2061: 
COOMe, 3-I-Ph, S. 0), (N-2062: COOMe, 4-I-Ph, S, 0), (N-2063: COOMe, 4- 
OCFa-Ph, S, O), (N-2064: COOMe. 3.4-diI-Ph, S. O), (N-2065: COOMe, Indole- 
6-yl, S. O), (N-2066: COOMe, l-Ac-indole-6-yl, S, O), (N-2067: COOMe, 1-Me- 
indole-6-yl, S, 0), (N-2068: COOMe, 4-(l-Imida2olyl)-Ph, S, O), (N-2069: 

10 COOMe, 4-Morphorino-Ph. S, 0), (N-2070: COOMe, 4-(l-Piperazinyl)-Ph, S, 0), 
(N-2071: COOMe, 2:5-diMe-thiophene-3-yl, S, O), (N-2072: COOMe, 2-Furyl, S, 
O), (N-2078: COOMe, 5-Me-furan-2-yl, S, O), (N-2074: COOMe, 5-Me-furan-2. 
yl, S, O), (N.2075: COOMe, 2-Thiazolyl, S, O), (N-2076: COOMe, 1:4- 
Benzodioxin-e-yl, S, O), (N.2077: COOMe, Benzo[b]furan-2-yl, S, O), (N.2078: 

15 COOMe, 4-NH2CH2-Ph, S, 0), (N-2079: COOMe, 4.N(Me)HCH2-Ph, S, 0), (N- 
2080: COOMe. 4-N(Me)2CH2-Ph, S, O), (N.2081: COOMe, 6-Ci-pyridine-3-yl, S, 
0), (N-2082: COOMe, 5,6-diCl-pyridine-3-yl, S, 0), (N-2083: COOMe, 5-Cl- 
pyridine-2-yl, S, O), (N-2084: COOMe, 4:5-diCl-pyridine-2-yl, S, O), (N.2088: 
COOMe, 4-ClCH2-Bn, S, O), (N-2086: COOMe, Bn, S, 0), (N-2087: COOMe, 4- 

20 Cl-Bn, S, 0), (N-2088: COOMe, 4-Br-Bn, S, O), (N-2089: COOMe, 4-F-Bn, S, O), 
(N-2090: COOMe, 3,4-diCl.Bn, S, 0), (N-2091: COOMe, 3,4-diBr-Bn, S, 0), 
(N-2092: COOMe, 3,4-diF-Bn, S, O), (N-2093: COOMe, 4-Cl-Bz, S, 0), (N-2094: 
COOMe, 3,4-diCl-Bz, S, 0), (N.2095: COOMe, 4-Br-Bz, S, 0), (N-2096: COOMe, 
3,4-diBr.Bz, S, 0), (N-2097: COOMe, 4-F-Bz, S, 0), (N-2098: COOMe, 3,4.diF- 

25 Bz, S, 0), (N-2099: COOMe, 4-N02-Bn, S, O), (N-2100: COOMe, 4-CN-Bn, S, 0), 
(N-2101: Ph, Me, 0, O), (N-2102: 4-F-Ph, Me. 0. 0). (N-2103: 4-Br-Ph. Me, 0, 
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0), (N-2104: 4-Me-Ph, Me. 0, 0), (N-2105: 4-Ph-Ph, Me. 0, O), (N-2106: 4- 
OMe-Ph, Me, 0, 0), (N-2107: 4.tBu-Ph, Me, 0, 0), (N-2108: 4-COOMe-Ph, Me, 
O, 0). (N-2109: 4-Pen-Ph, Me, 0. 0). (N-2110: 4-N02-Ph, Me. 0, 0). (N-2H1: 
5-Cl-thiophene-2-yl, Me, O, 0), (N-2112: 3-Thienyl. Me, 0, O), (N-2113: 2-Py, 
5 Me, 0, 0), (N-2114: 3-Py, Me, 0, O), (N-2115: 4-Py, Me. 0, 0). (N.2116: 3,4- 
diF-Ph, Me, O, O), (N-2117: 5-Br-thiophene-2-yl, Me, 0, O), (N-2118: 4- 
CONHa-Ph, Me, O. 0), (N-2119: 4.C0N(Me)H-Ph, Me, O, O), (N-2120: 4- 
C0N(Me)2-Ph. Me, 0, O), (N-2121: 4-iPrOC(=0)-Ph, Me, O, O), (N-2122: 4- 
nBuOC(=0)-Ph, Me, 0, O), (N-2123: 6-Me-pyridine-3-yl, Me, O, 0), (N-2124: 

10 Quinoline-3-yl. Me. O, 0), (N-2125: 4-NH2-Ph, Me, 0, 6), (N.2126: 4-N(Ac)H- 
Ph. Me, O. O). (N-2127: 4-OH-Ph, Me, O, O), (N-2128: 3,4-di(OH)2-Ph, Me, 0, O), 
(N-2129: 3,4.di(NH2).Ph, Me. 0, O), (N-2130: 3:4-[N(Ac)H]2-Ph. Me, O, .0), 
(N-2131: 4-SH-Ph, Me, 0, 0), (N-2132: 4-SMe-Ph, Me, 0, 0), (N.2133: 3,4- 
diBr-Ph, Me, O, O), (N-2134: 4-N(Me)H-Ph, Me, O, O), (N-2135: 4-N(Me)2-Ph, 

15 Me, O, 0). (N-2136: 4-N(Me)3+-Ph, Me. O. O). (N-2137: 4-Et-Ph, Me, O, O), 
(N-2138: 4-iPr-Ph, Me. O, 0), (N-2139: 4-nPr-Ph, Me, 0. 0). (N-2140: 4-nBu-Ph, 
Me, O, O), (N-2141: 4-iBu-Ph, Me, O, O), (N-2142: 3,4-diMe-Ph, Me, 0, O), 
(N-2143: l,3-Benzodioxole-5-yl, Me, O, 0), (N-2144: N-Me-pyridinium-4-yl, Me. 
O. 0). (N-2145: N-Me-pyridmium-3-yl, Me. 0, 0), (N-2146: 5-Me-Pyridine-2-yl. 

20 Me, 0, 0), (N-2147: 2-Pyrazinyl, Me, 0, O), (N-2148: 3-Pyrrolyl, Me, 0. 0). 
(N-2149: l-Me-pyrrole-3-yl, Me, 0, 0), (N-2150: Pyridine N-oxide-4-yl, Me, O. 
O), (N-2151: Pyridine N-oxide-3-yl. Me, 0. O). (N-2152: 6-OH-pyridine-3-yl. Me, 
O. O), (N-2153: 6-SH-pyridine-3-yl, Me. O, 0), (N-2154: l-Ac-pyrrole-3-yl, Me, 
0, 0), (N.2155: 4-CF3-Ph, Me, 0, 0), (N-2156: 4-CN-Ph, Me, 0, 0), (N-2157:. 

25 4-CHO-Ph, Me. O, O), .(N.2158: 3-Cl-Ph. Me, O. 0), (N-2159: 3-Br-Ph, Me, 0, 0), 
(N-2160: 3-F-Ph, Me, 0, 0). (N-2161: 3-I-Ph, Me, O, O), (N-2162: 4-I-Ph, Me, 0, 

110 



wo 01/07423 



PCT/JPOO/04909 



0), (N.2163: 4-0CF3-Ph, Me, 0, 0), (N-2164: 3,4-diI-Ph, Me, 0, O), (N-2165: 
Indole-6-yl, Me, 0, 0), (N-2166: l-Ac-indole-6-yI, Me, 0, O), (N-2167: 1-Me- 
indole-6-yl, Me, O, 0), (N-2168: 4-(l-Imida2olyl)-Ph, Me, 0, 0), (N-2169: 4- 
Morphorino-Ph, Me, 0, 0), (N-2170: 4-(l-Piperazinyl)-Ph, Me, 0, 0), (N-2171: 
5 2:5-diMe-thiophene-3-yl, Me, 0, O), (N-2172: 2-Furyl, Me, 0, 0), (N-2173: 5- 
Me-furan-2-yl, Me, 0, 0), (N-2174: 5-Me-furan-2-yl, Me, 0, 0), (N-2175: 2- 
Thiazolyl. Me. 0, O). (N-2176: l:4-Benzodioxin-6-yl, Me, O, 0), (N-2177: 
Benzo[b]furan-2-yl, Me, O, O), (N-2178: 4.NH2CH2-Ph, Me, 0. 0), (N-2179: 4- 
N(Me)HCH2-Ph, Me, O, 0), (N.2180: 4-N(Me)2CH2-Ph, Me, O, 0), (N-2181: 6- 

10 Cl-pyridine-3-yl, Me. O, O), (N-2182: 5,6-diCl-pyridine-3-yl, Me. 0, 0), (N- 
2183: 6-Cl-pyridine-2-yl, Me, 0, 0), (N-2184: 4:5-diCl.pyridine-2-yl, Me, 0, O), 
(N-2185: 4-ClCH2-Bn, Me, 0, 0), (N-2186: Bn, Me, O, O), (N-2187: 4-Cl-Bn, Me, 
O, O), (N-2188: 4-Br-Bn. Me, 0, 0), (N-2189: 4-F-Bn, Me, O, O), (N-2190: 3,4- 
diCl-Bn. Me, 0, 0), (N-2191: 3,4-diBr-Bn, Me, O, 0). (N-2192: 3,4-diF-Bii, Me, 

15 0, O), (N-2193: 4-Cl-Bz, Me, 0. 0), (N-2194: 3,4-diCl-Bz, Me, O, O), (N-2195: 
4-Br-Bz, Me, O, 0), (N-2196: 3,4-diBr-Bz, Me, 0, O), (N-2197: 4-F-Bz, Me, O. O), 
(N-2198: 3,4-diF-Bz, Me, 0. 0). (N-2199: 4-N02-Bn, Me, 0, 0), (N-2200: 4- 
CN-Bn, Me, 0, O), (N.2201: Ph, Et, O, 0), (N-2202: 4-F-Ph, Et. 0, O), (N-2203: 
4-Br-Ph, Et. O, 0), (N-2204: 4-Me-Ph, Et, O, 0), (N-2205: 4-Ph.PIi, Et, O, O), 

20 (N-2206: 4-OMe-Ph, Et, O, 0). (N.2207: 4-tBu.Ph. Et, O, O), (N-2208: 4- 
COOMe-Ph, Et, 0, 0). (N-2209: 4-Pen-Ph, Et, O, 0), (N.2210: 4-N02-Ph, Et, O, 
O). (N.2211: 5-Cl-thiophene-2.yl, Et. O, 0), (N.2212: 3-Thienyl, Et, 0, 0), (N- 
2213: 2-Py, Et, 0, 0), (N.2214: 3-Py. Et. O, 0). (N-2215: 4-Py. Et. O. 0), (N- 
2216: 3,4-diF-Ph, Et, 0. 0), (N-2217: 5-Br-thiophene-2-yl, Et. 0. 0), (N-2218: 

25 4-CONH2-Ph, Et, 0, 0), (N-2219: 4-C0N(Me)H-Ph, Et, 0, O), (N-2220: 4- 
C0N(Me)2-Ph, Et, 0, 0), (N-2221: 4-iPrOG(=0)-Ph, Et, O, 0), (N-2222: 4- 
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nBuOC(=0)-Ph, Et, 0, 0), (N-2223: 6-Me-pyridine-3-yl, Et, 0, 0), (N-2224: 
Quinoline-3-yl, Et, 0. 0), (N-2225: 4-NH2-Ph, Et, O, O), (N-2226: 4-N(Ac)H-Ph, 
Et, 0. 0), (N-2227: 4-OH-Ph, Et, 0, 0), (N-2228: 3,4.di(OH)2-Ph, Et, 0, O), 
(N.2229: 3,4.di(NH2)-Ph, Et, 0, 0), (N-2230: 3:4-[N(Ac)H]2-Ph, Et, 0, 0), (N- 
5 2231: 4.SH.Ph, Et, 0, 0). (N-2232: 4.SMe.Ph, Et, O, O), (N.2233: 3,4.diBr-Ph, 
Et, 0, 0), (N-2234: 4-N(Me)H-Pli, Et, 0, 0), (N-2235: 4-N(Me)2-Ph, Et, 0, O), 
(N.2236: 4-N(Me)3*-Ph, Et, O, 0), (N-2237: 4-Et-Ph, Et. 0, O), (N-2238: 4-iPr- 
Ph, Et, O, O), (N-2239: 4-nPr-Ph, Et, O, 0), (N-2240: 4-nBu-Ph, Et, O, O), (N- 
2241: 4-iBu-Ph, Et, 0, 0), (N-2242: 3,4.diMe-Ph, Et, O, 0), (N-2243: 1,3- 

10 Benzodioxole-5-yl, Et, 0, 0), (N-2244: N-Me-pyridinium-4-yl, Et, 0. 0), (N- 
^ 2245: N-Me-pyridinium-3-yI, Et, O, O), (N-2246: 5-Me-Pyridine-2-yl, Et, 0, 0), 
(N-2247: 2-Pyrazinyl, Et, O, O), (N-2248: 3-Pyrrolyl, Et, O, 0), (N-2249: 1- 
Me-pyrrole-8-yl, Et, O, 0), (N-2250: Pyridine N-oxide-4-yl, Et, O, 0), (N-2251: 
Pyridine N-oxide-3-yl. Et, 0, O), (N-2252: 6-OH-pyridine-3-yl, Et, 0, O), (N- 

15 2253: e-SH-pyridine-S-yl, Et, 0, 0), (N-2254: l-Ac-pyrrole-3-yl, Et, 0, 0), (N- 
2255: 4-CF3-Ph. Et, 0, 0), (N-2256: 4-CN-Ph, Et, 0, O), (N-2257: 4-CHO-Ph, Et, 
O, O), (N-2258: 3-Cl-Ph, Et, 0, 0), (N-2259: 3.Br-Ph, Et, 0, 0), (N-2260: 3-F- 
Ph, Et, O, O), (N-2261: 3-I-Ph, Et, 0, O), (N-2262: 4-I-Ph, Et, 0, 0), (N-2263: 
4-OCF3-Ph. Et, O, b), (N-2264: 3,4-diI-Ph, Et, O, 0), (N-2265: Indole-6-yl, Et, O, 

20 0), (N-2266: l-Ac-indole-6-yl, Et, O, 0), (N-2267: l-Me-indole-6-yl. Et, 0, O), 
(N-2268; .4-(l-Imidazolyl)-Ph, Et, 0, O), (N-2269: 4-Morphorino-Ph, Et, 0, O), 
(N-2270: 4-(l-Piperazinyl)-Ph, Et, 0. O), (N-2271: 2:5-diMe-thiophene-3-yl, Et, 
0, 0), (N.2272: 2-Furyl, Et, 0, 0), (N-2273: 5-Me-furan-2-yl. Et. 0. 0), (N- 
2274: 5-Me-furan-2-yl, Et. 0, O), (N-2275: 2-Thiazolyl, Et, 0, 0), (N-2276: 

25 l:4-Benzodioxin-6-yl, Et, 0. O), (N-2277: Benzo[b]furan-2-yl, Et, O, O), (N- 
2278: 4-NH2CH2-Ph, Et, 0, 0), (N-2279: 4-N(Me)HCH2-Ph, Et, 0, 0), (N-2280: 
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4-N(Me)2CH2-Ph, Et, 0, 0), (N-2281: 6-Cl-pyridine-3-yl, Et, O, O), (N-2282 
5,6-diCl-pyridine-3-yl, Et, 0, 0), (N-2283: 5-Cl-pyridine-2-yl. Et, 0, 0), (N- 
2284: 4:5-diCl-pyridine-2-yl, Et, 0, 0), (N-2285: 4-CICH2-B11, Et, O, 0), (N- 
2286: Bn, Et, 0, O), (N-2287: 4-Cl-Bn, Et, 0, 0), (N-2288: 4-Br-Bn, Et, 0, O), 
5 (N-2289: 4.F-Bn, Et, 0, 0), (N-2290: 3,4.diCl-Bn, Et, 0, O), (N-2291: 3,4. 
diBr-Bn, Et, 0, 0), (N-2292; 3,4-diF-Bn, Et, 0, 0), (N-2293: 4-Cl-Bz, Et, 0, O), 
(N.2294: 3,4.diCl-Bz, Et, O, O), (N.2295: 4.Br.Bz, Et, 0, O), (N-2296: 3,4- 
diBr-Bz, Et, O, 0), (N.2297: 4-F-Bz, Et, 0, O), (N.2298: 3,4.diF-Bz, Et, O. 0), 
(N-2299: 4-N02-Bn, Et, O, 0), (N-2300: 4-CN.Bn, Et, 0, 0), (N-2301: Ph, 

10 COOMe, O, O), (N.2302: 4-F-Ph, COOMe, 0, 0), (N-2303: 4-Br-Ph, COOMe, O, 
0), (N-2304: 4-Me-Ph, COOMe, O, O), (N-2305: 4-Ph-Ph, COOMe, O, O), (N- 
2306: 4-OMe-Ph, COOMe, O, O), (N-2307: 4-tBu-Ph, COOMe, O, O), (N-2308: 
4-COOMe-Ph, COOMe, 0, 0), (N-2309: 4-Peii-Ph, COOMe, 0, O), (N-2310: 4- 
NOa-Ph, COOMe, O, 0), (N.2311: 5-Cl-thiophene-2.yl, COOMe, 0, 0), (N-2312: 

15 3.Thienyl, COOMe, O, O), (N-2313: 2.Py, COOMe, O, 0), (N-2314: 3-Py, 
COOMe, O, 0), (N.2315: 4-Py, COOMe, O, O), (N-2316: 3,4-diF.Ph, COOMe, O, 
0), (N-2317: 5-Br-thiophene-2-yl, COOMe, 0, O), (N-2318: 4-CONI-l2-Ph, 
COOMe, 0, 0), (N-2319: 4-C0N(Me)H.Ph, COOMe, O, O), (N.2320: 4- 
C0N(Me)2-Ph, COOMe, 0. 0), (N-2321: 4.iPrOC(=0)-Ph, COOMe, 0, 0), (N- 

20 2322: 4.nBu0C(=0)-Ph, COOMe, 0, 0), (N-2323: 6-Me-pyridine-3-yl, COOMe, 
O, 0), (N-2324: QuiDoline-3-yl, COOMe, O, 0), (N-2325: 4-NH2-Ph, COOMe, O, 
O), (N-2326: 4-N(Ac)H-Ph, COOMe, 0, O), (N.2327: 4-OH-Ph, COOMe, O, O), 
(N-2328: 3,4.di(OH)2-Ph, COOMe, 0, 0), (N-2329: 3,4-di(NH2).Ph, COOMe, 0, 
O), (N-2330: 3:4-[N(Ac)H]2-Ph, COOMe, 0, 0), (N-2331: 4-SH-Ph, COOMe, O, 

25 0), (N-2332: 4-SMe-Ph, COOMe, O, 0), (N-2333: 3,4-diBr-Ph, COOMe, O, O), 
(N-2334: 4-N(Me)H-Ph, COOMe, 0. O), (N-2335: 4-N(Me)2-Ph, COOMe, 0, O), 
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(N-2336: 4-N(Me)3+-Ph, COOMe, 0, 0), (N-2337: 4-Et-Ph, COOMe, 0, 0), (N- 
2338: 4-iPr-Ph, COOMe, 0, 0), (N-2339: 4-nPr-Ph, COOMe. 0, 0), (N-2340: 4- 
nBu-Ph, COOMe, O, 0), (N-2341: 4-iBu-Ph, COOMe, 0. 0), (N-2342: 3,4- 
diMe-Ph, COOMe, 0, 0), (N-2343: l,3-Benzodioxole-5-yl, COOMe, 0, 0), (N- 
5 2344: N-Me-pyridinium-4-yl, COOMe, 0, 0), (N-2345: N-Me-pyridinium-S-yl, 
COOMe, 0, 0), (N-2346: 5-Me-Pyridine-2-yl, COOMe, 0, 0), (N-2347: 2- 
Pyrazinyl, COOMe, O, 0), (N-2348: 3-Pyrrolyl, COOMe, 0. 0), (N-2349: 1- 
Me.pyrrole-3-yl, COOMe, 0, 0), (N-2350: Pyridine N-oxide-4-yl, COOMe, 0, O), 
(N-2351: Pyridine N-oxide-3-yl, COOMe, 0, O), (N.2352: 6-OH-pyridine-3-yl, 

10 COOMe, 0, 0), (N-2353: 6-SH-pyridine-3-yl, COOMe, O, 0), (N-2354: 1-Ac- 
pyrrole-3-yI, COOMe, O, 0), (N-2355: 4-CF3-Ph, COOMe, 0, 0), (N-2356: 4- 
CN-Ph, COOMe, 0, O), (N-2357: 4-CHO-Ph, COOMe, O, O), (N-2358: 3-Cl-Ph, 
COOMe, 0, O), (N.2359: 3-Br-Ph, COOMe, O, 0), (N-2360: 3-F-Ph, COOMe, O, 
0), (N-2361: 3-I-Ph, COOMe, 0, 0), (N-2362: 4-I-Ph, COOMe, 0, 0), (N-2363: 

15 4-0CF3-Ph, COOMe, 0, 0), (N-2364: 3,4.diI-Ph, COOMe, O, O), (N-2365: 
Indole-6-yl, COOMe, O, 0), (N.2366: l-Ac-indole-6-yl, COOMe, 0, 0), (N-2367: 
l-Me-indole-6-yl, COOMe, O, 0), (N-2368: 4-(l-Imidazolyl)-Ph, COOMe, O, 0), 
(N-2369: 4-Morphorino-Ph, COOMe, 0, O), (N-2370: 4-(l-Piperazinyl)-Ph, 
COOMe, 0, 0), (N-2371: 2:5-diMe-thiophene-a-yl. COOMe, 0, 0), (N.2372: 2- 

20 Furyl, COOMe, O, 0), (N-2373: 5-Me-furan-2-yl, COOMe, 0. O). (N-2374: 5- 
Me-furan-2-yl, COOMe, 0, 0), (N-2375: 2-Thiazolyl, COOMe, 0, 0), (N-2376: 
l:4-Benzodioxin-6-yl, COOMe, 0, 0), (N-2377: Benzo[b]furan-2-yl, COOMe, 0, 
O), (N-2378: 4-.NH2CH2-Ph, COOMe, 0, 0), (N-2379: 4-N(Me)HCH2-Ph, COOMe, 
O, O), (N-2380: 4-N(Me)2CH2-Ph, COOMe, 0, 0), (N-2381: 6-Cl-pyridine-3-yl, 

25 COOMe, O, 0), (N-2382: 5,6-diCl-pyridine-3-yl, COOMe, 0, 0), (N-2383: 5-Cl- 
pyridine-2-yl, COOMe, 0, 0), (N-2384: 4:5-diCl-pyridine-2-yl, COOMe, 0, O), 
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(N-2385: 4-ClCH2-Bn, COOMe, 0, O), (N-2386: Bn, COOMe. 0, 0), (N-2387: 
4-Cl-Bn, COOMe, 0, 0), (N-2388: 4.Br.Bn, COOMe, 0, 0), (N-2389: 4-F.Bn, 
COOMe, O, 0), (N-2390: 3.4-diCi-Bn, COOMe, 0, 0), (N-2391: 3,4-diBr-Bn, 
COOMe, 0, O), (N-2392: 3.4-diF-Bn, COOMe, O, 0), (N-2393: 4.C1-Bz, COOMe, 
5 0, O), (N-2394: 3,4-diCl-Bz, COOMe, 0, O), (N-2395: 4-Br-Bz, COOMe, 0, 0), 
(N-2396: 3,4-diBr-Bz, COOMe, 0, 0), (N-2397: 4-F-Bz, COOMe, 0, O), (N-2398: 
3,4-diF.Bz, COOMe, 0, 0), (N-2399: 4-N02-Bn, COOMe, 0, O), (N-2400: 4- 
CN-Bn, COOMe, 0, 0), (N-2401: H, Ph, O, O), (N-2402: H, 4-F-Ph, O, O), (N- 
2403: H, 4-Br-Ph, 0, 0), (N.2404: H, 4-Me-Ph, 0, 0), (N-2405: H, 4-Ph-Ph, 0, 0), 

10 (N-2406: H, 4-OMe-Pli, O, 0), (N-2407: H, 4-tBu-Ph, 0. 0), (N-2408: H, 4- 
COOMe-Ph, O. 0), (N-2409: H, 4-Pen.Ph, O, 0), (N-2410: H, 4-N02-Ph, 0, 0), 
(N-2411: H, 5-Cl-thiophene-2-yl, 0, 0), (N-2412: H, 3-ThienyI, O, O), (N-2413: 
H, 2-Py, 0, 0), (N.2414: H, 3-Py, O, 0), (N-2415: H, 4-Py, 0, 0), (N-2416: H. 
3,4-diF-Ph, 0, 0), (N-2417: H, 5-Br.thiopliene-2-yl, 0, 0), (N-2418: H, 4- 

15 C0NH2-Ph, O, 0), (N.2419: H, 4-C0N(Me)H-Ph, O, O), (N.2420: H, 4- 
C0N(Me)2-Ph, 0, O), (N-2421: H, 4-iPrOC(=0)-Ph, 0, 0), (N-2422: H, 4- 
nBuOC(=0)-Ph, O, O), (N-2423: H, 6-Me-pyridine-3-yl, 0, 0). (N-2424: H, 
Quinoiine-3-yl, 0, 0), (N.2425: H, 4.NH2-PI1, O, 0), (N.2426: H, 4.N(Ac)H-Ph, 
0, 0). (N-2427: H, 4-OH.Ph, 0, 0), (N.2428: H, 3,4.di(OH)2-Ph, 0, 0), (N-2429: 

20 H, 3,4-di(NH2)-Ph. O, O), (N-2430: H, 3:4-lN(Ac)H]2-Ph, O, O), (N-2431: H, 4- 
SH-Ph, 0, 0), (N-2432: H, 4-SMe-Ph, 0, 0), (N-2433: H, 3,4-diBr-Ph, O, O), 
(N-2434: H, 4-N(Me)H-Ph, 0, O), (N-2435: H, 4-N(Me)2-Ph, O, O), (N.2436: H, 
4-N(Me)3+-Ph, 0, 0), (N-2437: H, 4-Et-Ph, 0, 0), (N-2438: H, 4-iPr-Pli, 0, O), 
(N-2439: H, 4.nPr-Ph, O, 0), (N-2440: H, 4-nBu-Ph, 0, O), (N-2441: H, 4-iBu- 

25 Ph, O, O), (N-2442: H, 3,4.diMe-Ph, 0, 0), (N-2443: H, l,3-Benzodioxole-5-yl, O, 
0), (N.2444: H, N-Me-pyridiiiium.4-yl, O, O), (N-2445: H, N-Me-pyridinium- 

115 



wo 01/07423 



PCT/JPOO/04909 



3- yl, 0, 0), (N-2446: H. 5-Me-Pyiidine-2-yl, 0, 0), (N-2447: H. 2-Pyrazinyl, 0, 
0), (N-2448: H, 3-Pyrrolyl, 0, 0), (N-2449: H, l-Me-pyrrole-3-yl, 0, 0), (N- 
2450: H, Pyridine N-oxide-4-yl. 0, 0), (N-2451: H, Pyridine N.oxide-3-yl, 0, 0), 
(N-2452: H, 6-OH-pyridine-3-yl, O, 0). (N-2453: H, 6-SH-pyridine-3-yl, 0, 0), 

5 (N-2454: H, l-Ac-pyrrole-3-yl, 0. O), (N-2455: H, 4-CF3-Ph, O, O), (N-2456: H, 

4- CN-Ph, 0, 0), (N.2457: H, 4-CHO-Ph, 0, 0), (N-2458: H, 3-Cl-Ph, 0, 0), (N- 
2459: H, 3-Br-Ph, 0. O). (N-2460: H, 3-F-Ph, O, 0), (N-2461: H, 3-I-Ph, O, O), 
(N-2462: H, 4.1-Ph, 0, O), (N-2463: H, 4-OCF3-Ph, 0, O), (N-2464: H, 3,4-diI- 
Ph, O, O), (N-2465: H, Indole-6-yl, 0, 0), (N-2466: H, l-Ac-indole-6-yl, 0, O), 

10 (N-2467: H, l-Me-indole-6-yl, 0. 0), (N-2468: H, 4-(l-Imidazolyl)-Ph. 0, O), 
(N-2469.: H, 4-Morphorino-Ph, 0, 0), (N-2470: H, 4-(l-Pipera2inyl)-Ph, O, O), 
(N-2471: H, 2:5-diMe-thiophene-3-yl, 0, 0), (N-2472: H, 2-Furyl, O, 0), (N- 
2473: H. 5-Me-furan.2.yl, O, O), (N-2474: H, 5-Me-fura_n-2-yl, 0, O), (N-2475: H, 
2-ThiazoIyl, O. 0), (N-2476: H, l:4-Benzodioxin-6-yl, 0, 0). (N-2477: H, 

15 Ben2o[b]furan-2-yl, O, O), (N-2478: H, 4-NH2CH2-Ph, O, O), (N-2479: H, 4- 
N(Me)HCH2-Ph, O, O), (N.2480: H, 4-N(Me)2CH2-Ph, O, O), (N-2481: H, 6-Cl- 
pyridine-3-yl, O, 0), (N.2482: H, 5,6-diCl-pyridine-3.yl, O, O), (N-2483: H, 5- 
Cl-pyridine-2-yl, O, O), (N-2484: H, 4:5-diCl-pyridine-2-yl, O, O), (N.2485: H, 
4-ClCH2-Bn, O, O), (N-2486: H. Bn, 0, O), (N.2487: H, 4.C1-Bn, O, O), (N-2488: 

20 H, 4-Br-Bn, O, O), (N-2489: H, 4-F-Bn, O, 0), (N-2490: H, 3,4-diCl-Bn, O, O). 
(N-2491: H, 3,4-diBr-Bn, O, 0), (N.2492: H, 3,4-diF.Bn, O, O), (N-2493: H, 4- 
Cl-Bz, 0, O), (N-2494: H, 3,4-diCl-Bz, 0, 0), (N-2495: H, 4-Br-Bz, O, O). (N- 
2496: H, 3,4-diBr-Bz, O, O), (.N.2497: H, 4-F-Bz, 0, O), (N-2498: H, 3.4.diF.Bz, 
0, 0), (N-2499: H, 4-N02-Bn, 0, 0), (N.2500: H, 4-CN.Bn, 0, O), (N-2501: Me, 

25 Ph, 0, 0). (N-2502: Me, 4-F-Ph, 0, 0), (N-2503: Me, 4-Br-Ph, O, 0)," (N-2504: 
Me, 4-Me-Ph, 0, 0), (N.2505: Me, 4-Ph-Ph, 0, 0), (N-2506: Me, 4-OMe-Ph, O, 
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0), (N.2507: Me, 4-tBu-Pli, 0, 0), (N-2508: Me. 4-COOMe-Ph, O, O). (N-2509: 
Me, 4-Pen-Ph, 0, 0), (N-2510: Me, 4-N02-Ph, 0. 0), (N-2511: Me, 5-Cl- 
thiophene-2.yl, 0, O), (N-2512: Me, 3-Thienyl, O, O), (N-2513: Me, 2-Py, 0, 0), 
(N.2514: Me. 3-Py, 0, O), (N-2515: Me, 4-Py, 0, O), (N-2516: Me, 3,4-diF-Ph, 0, 
5 0), (N.2517: Me, 5-Br-thiophene-2-yl, 0, O), (N-2518: Me, 4-CONH2-Ph, O, 0), 
(N-2519: Me, 4-C0N(Me)H-Ph, 0, 0), (N.2520: Me, 4-CON(Me)2-Ph, 0, 0), 
(N-2521: Me, 4-iPrOC(=0)-Ph, 0, 0), (N-2522: Me, 4-nBuOC(=0)-Ph, 0, 0). 
(N-2523: Me, 6-Me-pyridine-3-yl, 0, 0), (N-2524: Me, Quinoline-3-yl, 0, 0), 
(N-2525: Me, 4-NH2-Ph, 0, O), (N-2526: Me, 4-N(Ac)H-Ph, 0, 0), (N-2527: Me, 

10 4-OH-Ph, 0, 0), (N-2528: Me, 3,4-di(OH)2-Ph, O, O), (N-2529: Me, 3,4- 
di(NH2)-Ph, O, 0), (N.2530: Me, 3:4-[N(Ac)H]2-Ph, 0, 0), (N-2531: Me, 4.SH- 
Ph, 0, 0), (N-2532: Me, 4.SMe.Ph, 0, 0), (N-2633: Me, 3,4.diBr.Pli, 0, 0), 
(N-2534: Me, 4-N(Me)H-Ph, 0, 0), (N-2535: Me, 4-N(Me)2-Ph, 0, 0), (N-2536: 
Me, 4-N(Me)3+-Ph, O, O), (N-2537: Me, 4.Et-Ph, O, O), (N-2538: Me. 4-iPr-Ph, O, 

15 0), (N-2539: Me. 4-nPr-Ph, 0, O), (N-2540: Me, 4-nBu.Ph, 0, 0), (N-2541: Me, 
4-iBu-Ph, 0, 0), (N-2542: Me, 3,4-diMe-Ph, O. 0), (N.2543: Me. 1,3- 
Benzodioxole-5-yl, O, O), (N-2544: Me, N-Me-pyridinium-4-yl, O, 0), (N-2545: 
Me, N-Me-pyridinium-3-yl, 0, 0), (N-2546: Me, 5-Me-Pyridine-2-yl, 0, 0), 
(N-2547: Me, 2-Pyrazinyl, 0, 0), (N-2548: Me, 3-Pyrrolyl, O, 0), (N-2549: Me, 

20 l-Me-pyrrole-3-yl, O, O), (N.2550: Me, Pyridine N-oxide-4-yl, O, O), (N-2551: 
Me, Pyridine N-oxide-3-yl, 0, 0), (N-2552: Me, 6-OH-pyridine-3-yl, 0, O), (N- 
2553: Me, 6-SH-pyridine-3-yl, 0, 0), (N-2554: Me, l-Ac-pyrrole-3-yl, 0, 0), 
(N-2555: Me, 4-CF3.Ph, 0, O), (N-2556: Me, 4-CN-Ph, O, 0), (N-2557: Me, 4- 
CHO-Ph, 0, 0), (N-2558: Me, 3-Cl-Ph, 0, 0), (N-2559: Me, 3-Br.Ph, 0, O), (N- 

25 2560: Me, 3-F-Ph, 0, 0), (N-2561: Me, 3-I-Ph, 0, 0), (N-2562: Me, 4-I-Ph, 0, 0), 
(N-2563: Me, 4-0CF3-Ph, O, 0), (N-2564: Me, 3,4-diI-Ph, 0, 0), (N.2565: Me, 

117 



wo 01/07423 PCT/JPOO/04909 

Indole-6-yl, 0, 0), (N-2566: Me, 1 -Ac -indole -6-yl, 0, 0), (N.2567: Me, 1-Me- 
indole-e-yl, 0, 0), (N-2568: Me, 4-(l-Imidazolyl)-Ph, 0, 0), (N.2569: Me, 4- . 
Morphorino-Ph, O, 0), (N-2570: Me, 4-(l-Piperazinyl)-Ph, 0, 0), (N-2571: Me, 
2:5-diMe-thiophene-3-yl, O, 0), (N-2572: Me, 2-Furyl, O, 0), (N.2573: Me, 5- 
5 Me-furan-2-yl, 0, 0), (N-2574: Me, 5-Me-furaii-2-yl, 0, 0), (N-2575: Me, 2- 
Thiazolyl, 0, 0), (N-2576: Me, l:4-Benzodioxin-6-yl, 0, 0), (N-2577: Me, . 
Benzo[b]furan-2-yl, 0, 0), (N-2578: Me, 4-NH2CH2-Ph, O, 0), (N-2579: Me. 4- 
N(Me)HCH2-Ph, O, 0), (N-2580: Me, 4-N(Me)2CH2.Ph, 0, 0), (N-2581: Me, 6- 
Cl-pyridine-3-yl, 0, 0), (N-2582: Me, 5,6-diCl-pyridme-3-yl, 0, 0), (N-2583: Me, 
. 10 5-Cl-pyridme-2-yl,. 0, O), (N-2584: Me, 4:5-diCl-pyridine-2-yl, O, O), (N-2585: 
Me, 4.C1CH2-Bn, O, O), (N-2586: Me, Bn, O, 0), (N-2587: Me, 4.C1-Bn, O, O), 
(N-2588: Me, 4-Br-Bn, 0, 0), (N-2589: Me, 4-F-Bn, O, 0), (N-2690: Me, 3,4- 
diCl-Bn, 0, 0), (N-2591: Me, 3,4-diBr-Bn, O, O), (N.2592: Me, 3,4.diF-Bn, O, 0), 
- (N-2593: Me, 4-Cl-Bz, 0, O), (N-2594: Me, 3,4-diCl-Bz, 0, O), (N-2595: Me, 4- 

15 Br-Bz, O, O), (N-2596: Me, 3,4-diBr-Bz, O, O), (N-2597: Me, 4-F-Bz, O, O), 
(N-2598: Me, 3,4-diF-Bz, 0, O), (N-2599: Me, 4-N02-Bn, 0, 0), (N-2600: Me, 
4-CN-Bn, 0, 0). (N-2601: Et, Ph, O, O), (N-2602: Et, 4-F-Ph, 0, O), (N-2603: Et, ' 
4.Br.Ph, O, 0), (N.2604: Et, 4.Me-Ph, O, O), (N-2605: Et, 4-Ph-Ph, 0, 0), (N- 
2606: Et, 4.0Me-Ph, O, O), (N-2607: Et, 4.tBu-Ph, 0, 0), (N.2608: Et, 4- 

20 COOMe-Ph, 0, 0), (N-2609: Et, 4-Pen-Ph, 0, 0), (N-2610: Et, 4-N02-Ph, O. O), 
(N-2611: Et, 5-Cl-thiophene-2-yl, 0, O), (N-2612: Et, 3-Thienyl, O, O), (N-2613: 
Et, 2-Py, 0, 0), (N-2614: Et. 3-Py, 0, O), (N-2615: Et, 4-Py, 0. 0), (N-2616: Et, 
3,4-diF-Ph, O, 0), (N-2617: Et, 5-Br-thiophene-2-yl, O, 0), (N-2618: Et, 4- 
C0NH2-Ph, O, 0), (N-2619: Et, 4-C0N(Me)H-Ph. 0, 0). (N-2620: Et, 4- 

25 C0N(Me)2-Ph, 0, 0), (N-2621: Et, 4-iPrOC(=0)-Ph, 0. 0), (N.2622: Et, 4- 
nBuOC(=0)-Ph, 0, 0), (N.2623: Et, 6-Me-pyndine-3-yl, 0. 0), (N-2624: Et, 
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Quinoline-3-yl, 0, 0), (N-2625: Et, 4-NH2-Ph, O, O), (N-2626: Et, 4-N(Ac)H-Ph, 
0, O), (N-2627: Et, 4.0H-Ph, 0, 0), (N-2628: Et, 3,4-di(OH)2-Ph, 0, 0), (N- 
2629: Et, 3,4-di(NH2)-Ph, 0, 0), (N-2630; Et, 3:4-[N(Ac)H]2-Ph, O. 0), (N-2631: 
Et, 4-SH-Ph, 0, 0), (N-2632: Et, 4-SMe-Ph, O, O), (N-2633: Et, 3.4-diBr-Ph, O, 
5 0), (N-2634: Et, 4-N(Me)H-Ph, 0, 0), (N-2635: Et, 4-N(Me)2-Ph, O, O), (N-2636: 
Et, 4-N(Me)3+-Ph, 0, O), (N-2687: Et, 4-Et-Ph, 0, O), (N-2638: Et, 4-iPr-Ph, O, 
0), (N-2639: Et, 4-nPr-Ph, 0, 0), (N-2640: Et, 4-nBu-Ph, O, 0), (N-2641: Et, 
4-iBu-Ph, O, O), (N-2642: Et, 3,4-diMe-Ph, O, O), (N-2643: Et, 1,3- 
Benzodioxole-5-yl, O, 0), (N-2644: Et, N-Me-pyridinium-4-yl, 0, 0), (N-2645: 

10 Et, N-Me-pyridinium-3-yl, 0, 0), (N-2646: Et, 5-Me-Pyridine-2-yl, 0, 0), (N- 
2647: Et. 2.Pyrazinyl, O, O), (N-2648: Et, 3-Pyrrolyl, O, O), (N-2649: Et, 1- 
Me-pyrrole-3-yl, 0, O), (N-2650: Et, Pyridine N-oxide-4-yl, O, O), (N-2651: Et, 
Pyridine N-oxide-3-yl, 0, 0), (N-2652: Et, 6-OH-pyridine-3-yl, O, O), (N-2663: 
Et, 6-SH-pyridine-3-yl, O, O), (N-2654: Et, l-Ac-pyrrole-3-yl. O, O), (N-2655: 

15 Et, 4-CF3-PI1, O, 0), (N.2656: Et, 4-CN-Ph, O, O), (N-2657: Et, 4-CHO-Ph, 0, O), 
(N-2658: Et, 3-Cl-Ph, 0, O), (N-2659: Et, 3-Br-Ph, O, O), (N-2660: Et, 3-F-Ph, O, 
0), (N-2661: Et, 3-I-Ph, 0, O), (N-2662: Et, 4-I-Ph, 0, 0), (N-2663: Et, 4- 
0CF3-Ph, O. O), (N-2664: iEt, 3,4-diI-Ph, 0, 0), (N-2665: Et, Indole-6-yl, O, O), 
(N-2666: Et, l-Ac-indole-6-yl, O, 0), (N-2667: Et, l-Me-indoie-6-yl, 0, 0), (N- 

20 2668: Et, 4-(l-Imidazolyl)-Ph. 0, 0), (N-2669: Et, 4-Morphorino-Ph, 0, O), 
(N-2670: Et, 4-(l-Piperazinyl)-Ph, 0, 0), (N-2671; Et, 2:5-diMe-thiophene-3-yl, 
0, 0), (N-2672: Et, 2-Furyl. 0, 0), (N-2673: Et, 5-Me-furan-2-yl, O, 0), (N- 
2674: Et, 5-Me-furan-2-yl, O, 0), (N-2675: Et, 2-Thiazolyl, 0, 0), (N-2676: Et, 
l:4-Benzodioxin-6-yl, 0, 0), (N-2677: Et, Benzo[b]furan-2-yl, O, 0), (N-2678: 

25 Et, 4-NH2CH2-Ph, O, 0), (N-2679: Et, 4.N(Me)HCH2-Ph, 0, 0), (N-2680: Et, 
4-N(Me)2CH2-Ph, 0, 0), (N.2681: Et, 6-Cl-pyridine-3-yl, 0, 0), (N-2682: Et, 
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5,6-diCl-pyridine-3-yl, 0, 0), (N.2683: Et, 5-Cl-pyridine-2-yl, 0, 0), (N-2684: 
Et, 4:5-diCl-pyridine-2-yl, 0, O), (N-2685: Et, 4-ClCH2-Bn, O, O), (N-2686: Et, 
Bn, O, O), (N-2687: Et, 4-Cl-Bn, O, O), (N-2688: Et, 4-Br-Bii, 0, O), (N-2689: Et, 
4-F-Bn, 0, O), (N.2690: Et, 3.4.diCl-Bii, 0, 0), (N-2691: Et, 3,4-diBr-Bn, 0, 0), 
5 (N-2692: Et, 3.4-diF-Bn, O, 0). (N-2693: Et, 4-Cl-Bz, 0, 0), (N-2694: Et, 3,4- 
diCl-Bz, 0, 0), (N-2695: Et, 4-Br-Bz, O, 0), (N-2696: Et, 3,4-diBr-Bz, 0, 0), 
(N-2697: Et, 4-F-Bz, 0, 0), (N.2698: Et, 3,4-diF-Bz, 0. O), (N-2699: Et, 4- 
NOa-Bn, 0. 0), (N-2700: Et, 4-CN-Bn, O, O), (N-2701: COOMe, Ph, 0, 0), (N- 
2702: COOMe, 4-F-Ph, O, 0), (N-2703: COOMe, 4-Br-Ph, 0, 0), (N-2704: 

10 COOMe, 4-Me-Ph, 0, 0), (N.2705: COOMe, 4-Ph-Ph, 0, O), (N-2706: COOMe, 
4-OMe-Ph, O, 0), (N.2707: COOMe. 4-tBu-Ph, O, O). (N.2708: COOMe, 4- 
COOMe-Ph, 0, O), (N-2709: COOMe. 4-Pen-Ph, O, O), (N-2710: COOMe. 4- 
N02-Ph, O, 0), (N-2711: COOMe, 5-Cl-thiophene-2-yl, 0, 0), (N-2712: COOMe, 
3-Thienyl, O, 0), (N.2713: COOMe, 2.Py, O, 0), (N-2714: COOMe, 3-Py, 0, 0), 

15 (N-2715: COOMe, 4-Py, 0. 0). (N-2716: COOMe. 3,4.diF-Ph. O, O), (N-2717: 
COOMe, 5-Br-thiophene-2-yl, O, O), (N-2718: COOMe, 4-CONH2-Ph. O, O). 
(N-2719: COOMe, 4.C0N(Me)H-Ph, O, 0), (N-2720: COOMe, 4-CON(Me)2-Ph. 
0, 0), (N.2721: COOMe, 4-iPrOC(=0)-Ph. O. 0). (N.2722: COOMe, 4- 
nBuOC(=0)-Ph, 0. O), (N.2723: COOMe. 6.Me-pyridine-3-yl. 0. 0). (N.2724: 

20 COOMe. Quinoline-3-yl, 0, O), (N-2725: COOMe, 4-NH2-Ph, O, O), (N-2726: 
COOMe, 4-N(Ac)H-Ph, 0, 0), (N.2727: COOMe, 4-OH-Ph, O, 0), (N-2728: 
COOMe, 3,4-di(OH)2-Ph, 0, 0), (N-2729: COOMe, 3.4-di(NH2)-Ph, 0. O), (N- 
2730: COOMe, 3:4:[N(Ac)H]2-Ph, O. O), (N-2731: COOMe, 4-SH-Ph, O. O), (N- 
2732: COOMe, 4-SMe-Ph. 0, 0). (N-2733: COOMe, 3,4-diBr-Ph, 0, O), (N-2734: 

25 COOMe, 4-N(Me)H-Ph, 0, 0), (N-2735: COOMe, 4.N(Me)2-Ph, 0, 0), (N-2736: 
COOMe, 4-N(Me)8+-Pli. O, 0), (N-2737: COOMe. 4-Et-Ph, O, 0), (N.2738: 
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COOMe. 4-iPr-Ph, 0, O), (N-2739: COOMe, 4-nPr-Ph, 0, O), (N-2740: COOMe, 
4-nBu-Ph, 0, 0), (N-2741: COOMe, 4-iBu-Ph, 0, 0), (N-2742: COOMe. 3,4- 
diMe-Ph, 0, 0), (N-2743: COOMe, l,3-Benzodioxole-5-yl, 0. O), (N-2744: 
COOMe, N.Me-pyridinium-4-yl, 0, O), (N-2745: COOMe, N-Me-pyridiiiium-3- 
5 yl, 0, 0), (N.2746: COOMe, 5-Me.Pyridine-2.yl, O, O), (N.2747: COOMe, 2- 
Pyrazinyl, O, 0), (N-2748: COOMe, 3-Pyrrolyl, O, O), (N-2749: COOMe, 1- 
Me-pyrrole-3-yl, O, O). (N-2750: COOMe^ Pyridine N-oxide-4-yl, 0, 0), (N- 
2751: COOMe, Pyridine N-oxide-3-yl, O, O), (N-2752: COOMe, 6-OH- 
pyridine-3-yl, O, O), (N-2753: COOMe, 6-SH-pyridine-3-yl, 0, 0). (N-2754: 

10 COOMe, l-Ac-pyrrole-3-yl, 0, 0), (N-2755: COOMe, 4-CF3-Ph, O, 0), (N-2756: 
COOMe, 4.CN-Ph, O, O), (N-2757: COOMe, 4-CHO-Ph, 0, O), (N-2758: COOMe, 
3-Cl-Ph, O, 0), (N-2759: COOMe, 3-Br-Ph, O, 0), (N-2760: COOMe, 3.F-Ph, 0. 
0), (N-2761: COOMe, 3-I-Ph, 0, O), (N.2762: COOMe, 4-I-Ph, O. 0), (N-2763: 
COOMe, 4-OCF3-Ph, 0, 0), (N-2764: COOMe, 3,4.diI-Ph, 0. O), (N-2765: 

15 COOMe, Indole-6-yl, O, O), (N-2766: COOMe, l-Ac-indole-6-yl, 0, 0),.(N.2767: 
COOMe, l-Me-indole-6-yl, O, O), (N.2768: COOMe, 4-(l-Imidazolyl)-Ph, 0, O), 
(N-2769: COOMe, 4-Morphorino-Ph, 0, 0), (N-2770: COOMe, 4-(l- 
Piperazinyl)-Ph, O, 0), (N-2771: COOMe, 2:5-diMe-thiophene-3-yl, O, 0), (N- 
2772: COOMe, 2-Furyl, O, 0), (N-2773: COOMe, 5-Me-furan-2-yl, O, O), (N- 

20 2774: COOMe, 5-Me-furan-2.yl, 0, 0), (N-2775: COOMe, 2-Thiazolyl, 0, O), 
(N-2776: COOMe, l:4-Benzodioxin-6-yl, 0, 0), (N-2777: COOMe, 
Benzo[b]furan-2-yl, O, O), (N-2778: COOMe, 4-NH2CH2-Ph, 0, 0). (N-2779: 
COOMe, 4-N(Me)HCH2-Ph, 0, 0), (N-2780: COOMe, 4-N(Me)2CH2-Pli, 0, 0), 
(N.2781: COOMe, 6-Cl-pyridine-3-yl, 0, 0), (N.2782: COOMe, 5,6.diCl. 

25 pyridine-3-yl, O, 0), (N-2783: COOMe, 5-Cl-pyridine-2-yl, O, O), (N-2784: 
COOMe,' 4:5-diCl-pyridine-2-yl, 0, O), (N-2785: COOMe, 4.C1CH2-Bn, O, 0), 
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(N-2786: COOMe, Bn, 0, 0), (N-2787: COOMe, 4-Cl-Bn, 0, O), (N-2788: 
COOMe, 4-Br.Bn, 0, 0), (N-2789: COOMe, 4-F.Bn, 0, 0), (N-2790: COOMe, 
3,4-diCl-Bn, O, 0), (N-2791: COOMe, 3,4-diBr-Bn, O, O), (N-2792: COOMe, 
3,4-diF.Bn, 0, 0), (N-2793: COOMe, 4.C1-Bz, O, O), (N.2794: COOMe, 3,4- 
5 diCl-Bz, 0, 0), (N.2795: COOMe, 4-Br-Bz, 0, 0), (N-2796: COOMe, 3,4-diBr. 
Bz, O, 0), (N-2797: COOMe, 4-F-Bz, 0. 0), (N-2798: COOMe, 3,4-diF-B2, 0, 0), 
(N-2799: COOMe, 4-N02-Bn, 0, 0), (N-2800: COOMe, 4-CN-Bn, O, 0), (N-2801: 
4-F-Ph, CONH2, S, S), (N.2802: 4-Br-Ph. CONH2, S, S), (N.2803: 5-Cl- 
thiophene-2-yl, CONH2, S, S), (N-2804: 3.4-diF-Ph, CONH2, S, S), (N-2805: 5- 

10 Br-thiophene-2-yl, CONH2, S, S), (N-2806: 3,4-diBr-Ph, CONH2, S, S), (N-2807: 
4-CF3-Ph. CONH2, S. S), (N-2808: 3-Cl-Ph, CONH2, S, S), (N-2809: 3-Br-Ph, 
CONH2, S, S), (N-2810: 3-F-Ph, CONH2, S, S), (N-2811: 4-F-Ph, CO2NHCH3, S, 
S), (N-2812: 4-Br-Ph, CO2NHCH3, S, S), (N-2813: 5-Cl-thiophene-2-yl, 
CO2NHCH3, S, S), (N-2814: 3,4-diF-Ph, CO2NHCH3, S, S). (N-2815: 5-Br- 

15 thiophene-2-yl, CO2NHCH3. S, S), (N-2816: 3,4-diBr.Ph, CO2NHCH3, S, S), 
(N-2817: 4-CF3-Ph, CO2NHCH3, S, S), (N-2818: 3-Cl-Ph, CO2NHCH3, S, S), 
(N-2819: 3-Br-Ph, CO2NHCH3, S, S), (N.2820: 3-F-Ph, CO2NHCH3, S, S), (N- 
2821: 4.F-Ph, C02N(CH3)2, S, S). (N-2822: 4-Br-Ph, C02N(CH3)2, S, S), (N- 
2823: 5-Cl-thiophene.2-yl, C02N(CH3)2, S, S), (N-2824: 3,4.diF-Ph, 

20 C02N(CH3)2, S, S), (N-2825: 5-Br-thiophene-2-yl, C02N(CH3)2, S, S), (N-2826: 
3,4-diBr-Ph, C02N(CH3)2, S, S), (N.2827: 4-CF3-Ph, C02N(CH3)2, S, S), (N- 
2828: 3-Cl-Ph, C02N(CH3)2. S, S), (N.2829: 3-Br-Ph, C02N(CH3)2, S, S), (N- 
2830: 3.F.Ph, C02N(CH3)2, S, S), (N.2831: 4-F-Ph, CO2H, S, S). (N-2832: 4- 
Br-Ph, CO2H, S, S), (N-2833: 5-Cl-thiophene-2-yl, CO2H, S, S), (N-2834: 3,4- 

25 diF-Ph, CO2H, S, S), (N-2835: 5-Br-thiophene-2-yl, CO2H, S, S), (N-2836: 3.4- 
diBr-Ph, CO2H, S, S), (N-2837: 4-CF3-Ph, CO2H, S. S), (N-2838: 3-Cl-Ph, CO2H, 
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S, S), (N-2839: 3-Br-Ph, CO2H, S, S), (N-2840: 3-F-Ph, CO2H, S. S), (N-2841: 
4-F-Ph, NH2, S, S), (N-2842: 4-Br-Ph, NH2, S, S), (N-2843: 5-Cl-thiophene-2-yl, 
NH2, S, S), (N.2844: a,4-diF-Ph, NH2, S, S), (N-2845: 5-Br-thiopheQe-2-yl, NH2, 
S, S), (N-2846: 3,4-diBr-Ph. NH2, S, S), (N-2847: 4-CF3-Ph, NH2, S, S), (N.2848: 
5 3-Cl-Ph, NH2, S, S), (N-2849: 3-Br.Ph, NH2, S, S), (N-2850: 3-F-Ph, NH2, S, S), 
(N-2851: 4-F-Ph, CHzCOOMe, S, S), (N-2852: 4-Br-Ph, CH2C00Me, S, S). (N- 
2853: 5-Cl-thiophene-2-yi, CH2C00Me, S, S), (N-2854: 3,4-diF-Ph. CH2C00Me, 
S, S), (N-2855: 5-Br-thiophene-2-yl, CH2C00Me, S, S), (N-2856: 3,4-diBr-Pli, 
CH2C00Me, S, S), (N-2857: 4-CF3-Ph, CH2C00Me, S, S), (N-2858: 3-Cl-Ph, 

10 CH2C00Me, S, S), (N-2859: 3-Br.Ph, CHzCOOMe, S, S), (N-286p: 3-F-Ph, 
CHaCOOMe, S, S), (N-2861: 4-F-Ph, CHaCHaCOOMe, S, S), (N-2862: 4-Br-Ph, 
CHaCHaCOOMe, S, S), (N-2863: 5-Cl-thiophene-2-yl, CHaCHaCOOMe, S, S), 
(N-2864: 3,4-diF-Ph, CHaCHaCOOMe, S, S), (N-2865: 5-Br-thiophene-2-yl, 
CH2CH2COOMe, S, S), (N-2866: 3,4-diBr-Ph, CH2CH2COOMe, S, S), (N-2867: 

15 4-CF3-Ph, CH2CH2COOMe, S. S), (N-2868: 3-Cl-Ph, CH2CH2COOMe, S, S), 
(N-2869: 3-Br-Ph, CHaCHaCOOMe, S, S), (N.2870: 3-F-Ph, CHaCHaCOOMe, S, 
S), (N-2871: 4-F.Ph, CHaCQONHa, S, S), (N-2872: 4-Br-Ph, CH2COONH2, S, S), 
(N-2873: 5-Cl-thiophene-2-yl, CHaCOONHa, S, S), (N-2874: 3,4-diF-Ph, 
CH2COONH2. S, S), (N-2875: 5-Br-thiophene-2-yi, CHaCOONHa. S, S), (N- 

20 2876: 3,4-diBr-Ph, CHaCOONHa, S, S), (N-2877: 4.CF3-Ph, CHaCOONHa, S, S), 
(N.2878.: 3-Cl-Ph, CHaC00NH2, S, S), (N-2879: 3-Br-Ph, CH2COONH2, S, S), 
(N-2880: 3-F-Ph, CHaCOONHa, S, S), (N-2881: 4-F-Ph, CH2COONHCH3, S, S), 
(N-2882: 4-Br-Ph, CH2COONHCH3, S, S), (N-2883: 5-Cl-thiophene-2-yl, 
CH2COONHCH3, S, S), (N-2884: 3,4-diF-Ph, CH2COONHCH3, S, S), (N-2885: 

25 5-Br-thiophene-2-yl, CHaCOONHCHa, S, S), (N-2886: •3,4-diBr-Ph, 
CHaCOONHCHs, S, S), (N.2887: 4.CF3-Ph, CH2COONHCH3, S, S), (N-2888: 
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3-Cl-Ph, CH2COONHCH3, S, S), (N.2889: 3-Br-Ph, CH2COONHCH3, S, S), (N- 
2890: 3-F-Ph, CH2COONHCH3, S, S), (N-2893: 5-Cl-thiophene-2-yl, CH2CH2CI, 
S, S), (N-2894: 3,4-diF-Ph, CH2CH2CI, S, S), (N-2895: 5-Br-thiophene-2-yl, 
CH2CH2CI, S. S). (N-2896: 3,4-diBr-Ph, CH2CH2CI, S. S), (N-2897: 4-CF3-PI1, 
5 CH2CH2CI, S, S), (N-2898: 3-Cl-Ph, CH2CH2CI, S. S), (N-2899: 3-Br-Ph, 
CH2CH2CI, S, S), (N-2900: 3-F-Ph. CH2CH2CI, S, S), (N-2901: 4-F-Ph, CONH2, 
0. S), (N-2902: 4-Br-Ph, CONH2, 0, S), (N-2903: 5-Cl-thiophene-2-yl. CONH2, 
0, S), (N.2904: 3,4-diF.Ph, CONH2, 0, S), (N-2905: 5-Br-thiophene-2-yl, 
CONH2, 0, S), (N-2906: 3,4-diBr-Ph, CONH2, 0, S), (N-2907: 4.CF3-Ph, CONH2, 

10 0, S), (N-2908: 3-Cl-Ph, CONH2, 0, S), (N-2909: 3-Br-Ph, CONH2, 0, S), (N- 
2910: 3-F-Ph, CONH2, 0, S), (N-2911: 4-F.Ph, CO2NHCH3, O, S), (N-2912: 4- 
Br-Ph, CO2NHCH3, O, S), (N-2913: 5-Cl-thiophene-2-yl, CO2NHCH3, O, S), 
(N-2914: 3,4-diF-Ph, CO2NHCH3, O, S), (N-2915: 5-Br-thiophene-2-yl, 
CO2NHCH3, 0, S), (N-2916: 3,4.diBr-Ph, CO2NHCH3, O, S), (N-2917: 4-CF3-Ph, 

15 CO2NHCH3, 0, S), (N-2918: 3-Cl-Ph, CO2NHCH3, O, S), (N-2919: 3-Br-Ph, 
CO2NHCH3, 0, S), (N-2920: 3-F.Ph, CO2NHCH3, 0, S), (N-2921: 4-F-Ph, 
C02N(CH3)2, 0, S), (N-2922: 4-Br-Ph, C02N(CH3)2. O, S), (N.2923: 5-Cl- 
thiopheDe-2-yl, C02N(CH3)2, 0, S). (N.2924: 3,4.diF.Ph, C02N(CH3)2, O, S), 
(N-2925: 5.Br-thiophene-2-yl. C02N(CH3)2, 0, S), (N-2926: 3,4-diBr-Ph, 

20 C02N(CH3)2, 0, S), (N-2927: 4-CF3-Ph, C02N(CH3)2, O, S), (N-2928: 3-Cl-Ph, 
C02N(CH3)2, 0, S), (N-2929: 3-Br-Ph, C02N(CH3)2, O, S), (N-2930: 3-F-Ph, 
C02N(CH3)2, 0, S), (N-2931: 4-F-Ph, CO2H, 0, S), (N-2932: 4-Br-Ph, CO2H, O. 
S), (N-2933: 5-Cl-thiophene.-2-yl, CO2H, 0, S), (N-2934: 3.4-diF-Ph, CO2H, 0, 
S), (N.2935: 5-Br-thiophene-2-yl, CO2H, 0, S), (N.2936: 3,4-diBr.Ph, CO2H, O, 

25 S), (N-2937: 4-CF3-Ph, CO2H, 0, S), (N-2938: 3-Cl-Ph, CO2H, O, S), (N-2939: 
3-Br-Ph, CO2H, 0, S), (N.2940: 3-F-Ph, CO2H, O, S), (N-2941: 4-F-Ph, NH2, 0, 
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S), (N-2942: 4-Br.Ph, NH2, O, S), (N.2943: 5-Cl-thiophene-2-yl, NH2, 0, S), 
(N-2944: 3,4-diF-Ph, NH2, 0, S), (N-2945: 5-Br-thiophene-2-yl, NH2, 0. S), 
(N-296: 3,4-diBr-Ph, NH2, 0, S), (N-2947: 4.CF3-Ph, NH2, 0, S), (N-2948: 3- 
Cl-Ph, NH2, O, S), (N-2949: 3-Br-Ph, NH2, 0, S), (N.2950: 3-F-Ph, NH2, 0, S), 
5 (N-2951: 4.F-Ph, CH2C00Me, 0, S), (N-2952: 4-Br-Ph, CH2C00Me, O. S), (N- 
2953: 5-Cl-thiophene-2-yl, CH2C00Me, 0, S), (N-2954: 3,4-diF-Ph, 
CH2C00Me, 0, S), (N-2955: 5-Br-thiophene-2-yl, CH2C00Me, O, S), (N-2956: 
3,4-diBr.Ph, CH2C00Me, 0. S), (N.2957: 4-CF3-Ph, CH2C00Me, 0, S), (N- 
2958: 3-Cl-Ph, CH2C00Me, O, S), (N-2959: 3-Br-Ph, CH2C00Me, 0, S), (N- 

10 2960: 3-F.Ph, CH2C00Me, 0, S), (N-2961: 4-F-Ph, CH2CH2COOMe, 0, S), (N- 
2962: 4.Br-Ph, CH2CH2COOMe, 0, S), (N-2963: 5-Cl-thiophene-2-yl, 
CHaCHaCOOMe, 0, S), (N-2964: 3,4.diF.Ph, CHaCHaCOOMe, 0, S), (N.2965: 
5-Br.thiophene-2-yl, CHzCHjCOOMe, O, S), (N-2966: 3,4-diBr-Ph, 
CHzCHaCOOMe, O, S), (N.2967: 4-CF3-Ph, CHaCHzCOOMe, 0, S), (N-2968: 3- 

15 Cl-Ph, CH2CH2COOMe, 0, S), (N-2969: 3-Br-Ph, CHaCHaCOOMe, 0, S), (N- 
2970: 3-F-Ph, CH2CH2COOMe, 0, S), (N-2971: 4-F-Ph, CH2COONH2, 0, S). 
(N-2972: 4-Br.Ph, CH2COONH2, O, S), (N-2973: 5-Cl-thiophene-2-yl, 
CH2COONH2. d, S), (N-2974: 3,4-diF-Ph, CH2COONH2, 0, S), (N-2975: 5-Br- 
thiophene-2-yl, CH2COONH2, Oi S), (N-2976: 3,4-diBr-Ph, CH2COONH2. O. S), 

20 (N-2977: 4-CF3-Ph, CH2COONH2, O. S), (N-2978: 3-Cl-Ph, CH2COONH2, 0, S), 
(N-2979: 3-Br-Ph, CH2COONH2, 0, S), (N-2980: 3-F-Ph, CH2COONH2, 0, S), 
(N-2981: 4-F-Ph, CH2COONHCH3, O. S), (N-2982: 4-Br-Ph, CH2COONHCH3, 0, 
S), (N-2983: 5-Cl-thiophene-2-yl, CH2COONHCH3, O, S), (N-2984: 3,4.diF-Ph, 
CH2COONHCH3, 0, S). (N-2985: 5-Br-thiophene-2-yl, CH2COONHCH3, O, S). 

25 (N-2986: 3,4-diBr-Ph, CH2COONHCH3, O. S). (N-2987: 4-CF3-Ph. 
CH2COONHCH3, 0, S), (N-2988: 3-Cl-Ph, CH2COONHCH3, O, S), (N-2989: 3- 
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Br-Ph, CH2COONHCH3, 0, S), (N-2990: 3-F-Ph, CH2COONHCH3, 0, S), (N- 
2991: 4-F-Ph, CH2CH2CI, O, S), (N-2992: 4-Br-Ph, CH2CH2CI, 0, S), (N-2993: 
5-Cl.thiophene-2-yl, CH2CH2CI, 0, S), (N-2994: 3,4-diF-Ph, CH2CH2CI, 0, S). 
(N-2995: 5-Br.thiophene-2.yl, CH2CH2CI, 0, S), (N.2996: 3,4.diBr-Ph, 
5 CH2CH2CI, 0, S). (N.2997: 4-CF3-.Ph, CH2CH2CI, 0, S), (N-2998: 3-Cl-Ph, 
CH2CH2CI, 0, S), (N.2999: 3-Br-Ph, CH2CH2CI, O, S), (N-3000: 3-F.Ph, 
CH2CH2CI, 0, S), (N-3001: 4-F-Ph, CONH2, S, 0), (N-3002: 4-Br-Ph, CONH2, S, 
O), (N-3003: 5-Cl-thiophene-2-yl, CONH2. S. O), (N-3004: 3,4.diF-Ph, CONH2, 
S. O), (N-3005: 5-Br-thiophene.2.yl, CONH2. S, O), (N-3006: 3;4-diBr-Ph, 

10 CONH2, S, 0), (N-3007: 4-CF3-Ph, CONH2, S. 0), (N-300: 3-Cl-Ph, CONH2, S, 
O), (N-3009: 3-Br-Ph, CONH2, S, 0), (N-3010: 3-F-Ph, CONH2, S, O), (N-3011: 
4-F-Ph, CO2NHCH3, S, O), (N-3012: 4-Br-Ph, CO2NHCH3, S, O), (N.3013: 5- 
Cl-thiophene-2.yl, CO2NHCH3, S, 0). (N-3014: 3,4-diF-Ph, CO2NHCH3, S, O), 
(N-3015: 5-Br-thiophene-2-yl, GO2NHCH3, S, 0), (N-3016: 3,4-diBr-Ph, 

15 CO2NHCH3, S, O). (N.3017: 4-CF3-Ph, CO2NHCH3. S, 0). (N.3018: 3-Cl-Ph, 
CO2NHCH3, S, O). (N-3019: 3-Br-Ph, CO2NHCH3, S, O). (N-3020: 3-F-Ph, 
CO2NHCH3, S, 0), (N-3021: 4-F-Ph, C02N(CH3)2, S, 0), {N-3022: 4-Br-Ph, 
C02N(CH3)2, S, 0), (N-3023: 5-Cl-thiopheiie-2-yl, C02N(CH3)2, S, 0), (N-3024: 
3,4-diF-Ph, C02N(CH3)2, S, O), (N-3025: 5-Br-thiophene-2-yl, C02N(CH3)2, S, 

20 0), (N-3026: 3,4-diBr-Ph, C02N(CH3)2, S, O), (N-3027: 4-CF3-Ph, C02N(CH3)2, 
S, 0), (N.3028: 3-Cl-Pli, C02N(CH3)2, S, 0), (N-3029: 3-Br-Ph, C02N(CH3)2, S, 
0), (N-3030: 3-F-Ph, C02N(CH3)2, S, O), (N.3031: 4-F-Ph, CO2H, S, O), (N- 
3032: 4-Br.Ph, CO2H, S, 0), (N-3033: 5-Cl-thiophene-2.yl, CO2H, S, 0). (N- 
3034: 3,4.diF-Ph, CO2H, S, 0), (N.3035: 5-Br.thiophene.2-yl, CO2H, S, 0), 

25 (N-3036: 3,4-diBr-Ph, CO2H, S, 0), (N-3037: 4-CF3-Ph, CO2H, S, 0), (N-3038: 
3-Cl-Ph, CO2H, S, O), (N-3039: 3-Br-Ph, CO2H, S. O), (N-3040: 3-F-Ph, CO2H. S, 
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0), (N-3041: 4-F-Ph, NH2, S, 0), (N-3042: 4.Br-Pli, NH2, S. 0), (N-3043: 5-Cl- 
thiophene-2-yl, NH2, S, 0), (N-3044: 3,4-diF-Ph, NH2, S, 0), (N-3045: 5-Br- 
thiophene-2-yl, NH2, S, 0), (N-3046: 3,4-diBr-Ph, NH2. S, 0), (N.3047: 4-CF3- 
Ph, NH2, S, O), (N-3048: 3-Cl-Ph, NH2. S, 0), (N-3049: 3-Br-Ph, NH2, S, O), 
5 (N-3050: S-F-Ph. NH2, S, O), (N.3051: 4.F-Ph, CH2C00Me, S, 0), (N-3052: 4- 
Br-Ph, CH2C00Me, S, O), (N-3053: 5-Cl-thiophene-2-yl, CHaCOOMe, S, O), 
(N.3054: 3,4-diF.Ph, CHaCOOMe, S, 0), (N.3056: 5-Br-thiophene-2-yl, 
, CHaCOOMe, S, 0), (N-3056: 3,4-diBr-Ph, CH2C00Me, S, 0), (N-3057: 4.CF8- 
Ph, CHaCOOMe, S, 0), (N-3058: 3-Cl-Ph, CHaCOOMe, S, O), (N-3059: 3-Br-Ph, 

10 CH2C00Me, S, O), (N-3060: 3-F-Ph, CHaCOOMe. S, O), (N-3061: 4-F-Ph, 
CH2CH2COOMe, S, O), (N-3062: 4-Br-Ph, CH2CH2COOMe, S, O), (N.3063: 5- 
Cl-thiophene-2-yl, CH2CH2COOMe, • S, 0), (N-3064: 3,4-diF-Ph. 
CH2CH2COOMe, S, 0), (N-3065: 5-Br-thiophene-2-yl, CH2CH2COOMe, S, O), 
(N-3066: 3,4-diBr-Ph, CH2CH2COOMe, S. O), (N-3067: 4-CF3-Ph, 

15 CH2CH2COOMe, S, O), (N-3068: 3-Cl-Ph, CH2CH2COOMe, S, 0), (N-3069: 3- 
Br-Ph, CH2CH2C00Me, S, O), (N-3070: 3-F-Ph, CH2CH2COOMe, S, O), (N- 
3071: 4-F-Ph, CH2COONH2, S, O), (N.3072: 4-Br-Ph, CH2COONH2, S, 0), (N- 
3073: 5-Cl-thiophene-2-yl, CH2COONH2, S, 0), (N-3074: 3,4-diF-Ph, 
CH2COONH2, S, 0), (N-3075: 6-Br-thiophene-2-yl, CH2COONH2, S, 0), (N- 

20 3076: 3,4-diBr.Ph, CH2COONH2, S, 0), (N-3077: 4-CF3-Ph, CH2COONH2, S, O), 
(N-3078: 3-Cl-Ph, CH2COONH2, S, 0), (N-3079: 3-Br-Ph, CH2COONH2, S, 0), 
(N-3080: 3-F-Ph, CH2COONH2, S, 0), (N-3081: 4-F-Ph, CH2COONHCH3, S, O), 
(N-3082: 4.Br-Ph, CH2COONHCH3, S, 0), (N-3083: 5-Cl-thiophene-2-yl. 
CH2COONHCH3, S, 0), (N.3084: 3,4-diF-Ph, CH2COONHCH3, S, 0), (N-3085: 

25 5-Br-thiophene-2-yl, CH2COONHCH3, S, O), (N-3086: 3,4-diBr-Ph, 
CH2COONHCH3, S, O), (N-3087: 4-CF3-Ph. CH2COONHCH3, S, 0), (N-3088: 
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3-Cl.Ph, CH2COONHCH3, S, 0), (N-3089: 3-Br-Ph, CHzCOONHCHs, S, 0). 
(N.3090: 3-F.Ph, CH2COONHCH3, S, O), (N-3091: 4-F-Ph, CH2CH2CI, S, 0), 
(N-3092: 4-Br-Ph, CH2CH2CI, S, 0), (N-3093: 5-Cl-thiophene-2-yl, CH2CH2CI, 
S, 0), (N-3094: 3,4-diF-Ph, CH2CH2CI. S, 0), (N-3095: 5-Br-thiophene-2.yl, 
CH2CH2CI, S; 0), (N-3096: 3,4-diBr-Ph. CH2CH2C1, S, 0), (N-3097: 4.CF3-Ph, 
CH2CH2CI, S, O), (N-3098: 3-Cl-Ph. CH2CH2CI, S, 0), (N-3099: 3-Br-Ph., 
CH2CH2CI, S, 0), (N-3100: 3-F-Ph, CH2CH2CI, S, 0), (N-3101: 4-F-Ph, CONH2, 
O, 0), (N-3102: 4-Br-Ph, CONH2, 0, O), (N.3103: 5-Cl-thiophene-2.yl, CONH2, 
O. O), (N-3104: 3,4-diF-Ph. CONH2, O, O), (N-3105: 5-Br-thiophene-2-yl, 
CONH2, 0, 0), (N-3106: 3,4-diBr-PIi, CONH2, O, 0), (N-3107: 4-CF3-Ph, 
CONH2, O, 0), (N-3108: 3-Cl-Ph, CONH2, 0, O), (N-3109: 3-Br-Ph. CONH2, 0. 
0). (N-3110: 3.F-Ph. CONH2. 0, O), (N-3111: 4-F-Ph, CO2NHCH3. 0, O), (N- 
3112: 4-Br-Ph, CO2NHCH3, 0, O), (N-3113: 5-Cl-thiophene-2-yl, CO2NHCH3, 0, 
0), (N-3114: 3.4-diF-Ph, CO2NHCH3. 0, O). (N-3115: 5-Br-thiophene-2-yl, 
CO2NHCHS, O, O), (N-3116: 3,4-diBr.Ph, CO2NHCH3. O, O), (N-3117: 4-CF3-Ph, 
CO2NHCH3, 0, 0). (N-3118: 3-Cl-Ph, CO2NHCH3. 0, O). (N-3119: 3-Br-Ph, 
CO2NHCH3, 0, 0), (N-3120: 3-F-Ph, CO2NHCH3, O, O), (N-3121: 4-F-Ph, 
C02N(CH3)2, 0, 0), (N-3122: 4-Br-Ph, C02N(CH3)2. O, 0), (N-3123: 5-Cl- 
thiophene-2-yl, C02N(CH3)2, O, O), (N-3124: 3,4.diF-Ph. C02N(CH3)2, O, 0), 
(N-3125: 6-Br-thiophene-2-yl, C02N(CH3)2, O, 0), (N-3126: 3,4-diBr-Ph, 
C02N(CH3)2, 0, 0), (N-3127: 4-CF3-Ph, C02N(CH3)2, 0, 0), (N-3128: 3-Cl-Ph, 
C02N(CH3)2, 0, 0), (N-3129: 3-Br-Ph. C02N(CH3)2, 0, 0). (N-3130: 3-F-Ph, 
C02N(CH3)2, 0, 0). (N.3131: 4-F-Ph, CO2H, 0, 0),.(N-3132: 4.Br.Ph, CO2H, 0, 
0), (N-3133: 5-Cl-thiophene-2-yl, CO2H, 0, 0). (N-3134: 3,4-diF.Ph, CO2H, 0, 
0), (N-3135: 5-Br-thiophene-2-yl, CO2H, O, O). (N-3136: 3,4-diBr-Ph, CO2H, 0, 
0), (N-3137: 4.CF3.Ph, CO2H, 0, 0), (N-3138: 3-Cl-Ph. CO2H, 0, 0), (N.3139: 
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3-Br-Pli, CO2H. 0, 0), (N-3140: 3-F-Ph, CO2H, 0, 0), (N-3141: 4-F-Ph, NH2, 0, 
0), (N-3142: 4-Br-Ph, NH2, 0, O), (N-3143: 5-Cl-thiophene-2-yl, NH2, 0, 0), 
(N-3144: 3,4-diF-Ph, NH2, O, O), (N-3145: 5-Br.thiophene-2-yl, NH2, 0, 0), 
(N-3146: 3,4-diBr-Ph, NH2. 0, 0), (N-3147: 4.CF3-Ph, NH2, 0, 0), (N-3148: 3- 
5 Cl-Ph, NH2, 0, 0), (N-3149: 3.Br-Ph. NH2, 0. O), (N-3150: S-P-Ph, NH2, 0, 0), 
(N-3151: 4-F-Ph, CH2C00Me, 0, 0), (N-3152: 4-Br-Ph, CH2C00Me, 0, 0), 
(N-3153: 5-Cl-thiophene-2-yl, CHaCOOMe, 0, O), (N-3154: 3,4-diF-Ph, 
CHaCOOMe, 0, O), (N.3155: 5.Br.thiophene.2.yl, CI-hCOOMe, 0, 0), (N.3156: 
3,4.diBr-Ph. CH2C00Me, O, O), (N-3157: 4-CFs-Ph, CHaCOOMe, 0, 0), (N- 

10 3158: 3-Cl-Ph, CH2C00Me, 0, 0), (N-3159: 3-Br-Ph, CH2C00Me, 0, O), (N- 
3160: 3-F-Ph, CH2C00Me, O, O), (N-3161: 4-F.Ph, CH2CH2COOMe, O. O), 
(N-3162: 4-Br.Ph, CH2CH2COOMe, 0, 0), (N.3163: 5-Cl-tliiophene-2-yl, 
CH2CH2COOMe, 0. O). (N-3164: 3,4.diF-Ph, CH2CH2COOMe, 0, 0), (N.3165: 
5-Br-thiophene-2-yl, CH2CH2COOMe, 0, 0), (N-3166: 3,4-diBr.Ph, 

15 CH2CH2COOMe, 0, O), (N-3167: 4.CF3-Ph, CH2CH2COOMe, 0, 0), (N.3168: 
3-Cl-Ph, CH2CH2COOMe, 0, 0), (N-3169: 3-Br-Ph. CH2CH2COOMe, 0, O), 
(N.3170: 3.F-Ph, CH2CH2COOMe. 0, 0), (N-3171: 4-F.Ph, CH2COONH2, 0, O), 
(N-3172: 4-Br-Ph, CH2COONH2, 0, 0), (N-3173: 5-Cl-thiophene-2.yl, 
CH2COONH2, 0, 0), (N-3174: 3,4.diF-Ph, CH2C00NHa, 0, 0), (N-3175: 5-Br- 

20 thiophene-2.yi, CH2COONH2, 0, 0), (N-3176: 3,4-diBr-Ph, CH2COONH2, 0, 0), 
(N-3177: 4-CF3-Ph, CH2COONH2. O, 0), (N-3178: 3-Cl-Ph, CH2COONH2, 0, O), 
(N-3179: 3-Br-Ph, CH2COONH2. 0, 0), (N-3180: 3-F-Ph, CH2COONH2, 0, 0), 
(N-3181: 4-F-Ph, CH2COONHCH3, 0, 0), (N-3182: 4-Br-Ph, CH2COONHCH3, 0, 
0), (N-3183: 5-Cl-thiophene-2-yl, CH2COONHCH3, 0, 0), (N.3184: 3,4.diF-Ph, 

25 CH2COONHCH3, 0, 0), (N-3185: 5-Br-thiophene-2-yl, CH2COONHCH3, 0, 0), 
(N-3186: 3,4-diBr-Ph, CH2COONHCH3, 0, 0), (N-3187: 4-CF3-Ph, 
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CH2COONHCH3, 0, 0), (N.3I88: 3-Cl-Ph, CH2COONHCH3, 0. 0), (N-3189: 3- 
Br-Ph, CH2COONHCH3, 0, 0), (N-3190: 3.F.Ph. CH2COONHCH3, 0. 0), (N- 
3192: 4-Br-Ph. CH2CH2CI, 0, 0), (N-3193: 5-Cl-thiophene-2-yl, CH2CH2CI. 0, 
0), (N-3194: 3,4-diF-Ph, CH2CH2CI, O, O), (N-3195: 5-Br.thiophene-2.yl, 
CH2CH2CI, 0. 0), (N.3196: 3,4-diBr-Ph, CH2CH2CI, O, O). (N-3197: 4.CF3-Ph, 
CH2CH2CI, O, O), (N-3198: 3-Cl-Ph, CH2CH2CI, 0, 0), (N-3199: 3-Br-Ph, 
CH2CH2CI, O, 0), (N-3200: 3-F-Pli, CH2CH2CI, O, 0), (N-3301: CONH2, 4.F-Ph, 
S, S), (N-3302: CONH2, 4.Br.Ph, S, S), (N.3303: CONH2, 5-Cl-thiophene-2.yl, S, 
S), (N-3304: CONH2, 3,4-diF-Ph, S, S), (N-3305: CONH2, 5-Br-thiophene.2-yl, 
S, S), (N-3306: CONH2, 3,4-diBr-Ph, S, S), (N-3307: CONH2. 4-CF3-Ph, S, S), 
(N-3308: CONH2, 3-Cl-Ph, S, S), (N-3309: CONH2, 3-Br-Ph, S, S), (N-3310: 
CONH2, 3-F-Ph, S, S). (N-3311: CO2NHCH3, 4-F-Ph, S, S), (N-3312: CO2NHCHS, 
4-Br-Ph, S, S), (N-3313: CO2NHCH3, 5-Cl-thiophene-2-yl, S, S), (N-3314: 
CO2NHCH3, 3,4-diF-Ph, S, S), (N-3315: CO2NHCH3. 5-Br-thiophene-2-yl, S, S), 
(N-3316: CO2NHCH3, 3,4-diBr-Ph, S, S), (N-3317: CO2NHCH3, 4-CF3-Ph, S, S), 
(N-3318: CO2NHCH3, 3-Cl-Ph, S, S), (N-3319: CO2NHCH3, 3-Br-Ph, S, S), (N- 
3320: CO2NHCH3, 3-F-Ph, S, S), (N-3321: C02N(CH3)2, 4-F-Ph, S, S), (N-3322: 
C02N(CH3)2, 4-Br-Ph, S, S), (N-3323: C02N(CH3)2. 5-Cl.thiophene-2-yl, S, S), 
(N-3324: C02N(CH3)2, 3,4-diF.Ph, S, S), (N-3325: C02N(CH8)2, S-Br- 
thiophene.2-yl. S, S), (N.3326: C02N(CH3)2, 3,4-diBr.Ph, S. S), (N-3327: 
C02N(CH3)2, 4.CF3-Ph, S, S), (N-3328: C02N(CH3)2, 3-Cl-Ph, S, S), (N-3329: 
C02N(CH3)2, 3-Br.Ph, S, S), (N-3330: C02N(CH3)2, 3-F-Ph, S. S), (N-3331: 
CO2H, 4-F.Ph, S, S), .(N-3332: CO2H, 4-Br-Ph,. S, .S), (N-3333: CO2H, 5-Cl- 
thiophene-2-yl, S, S), (N-3334: CO2H, 3,4-diF-Ph, S, S), (N-3335: CO2H, 5-Br- 
thiophene-2-yl, S, S), (N-3336: CO2H, 3,4-diBr.Ph, S, S), (N.3337: CO2H, 4- 
CF3-Ph, S, S). (N-3338: CO2H, 3-Cl-Ph, S, S), (N-3339: CO2H, 3-Br-Ph, S, S), 
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(N-3340: CO2H, 3-F-Ph, S, S), (N-3341: NH2, i-F-Ph, S, S), (N-3342: NH2, 4- 
Br-Ph, S, S), (N-3343: NH2, 5-Cl-thiophene-2-yl, S, S), (N-3344: NH2, 3,4-diF- 
Ph, S, S), (N-3345: NHi, 5-Br..thiophene-2-yl, S, S), (N-3346: NH2. 3,4-diBr-Ph, 
S, S), (N-3347: NH2, 4-CF3-Ph, S, S), (N-3348: NHz, 3-Cl-Ph, S, S), (N-3349: 
NH2, 3-Br-Ph, S, S), (N.335O: NH2, 3-F-Ph, S, S), (N.3351: CH2C00Me, 4.F-Ph, 
S, S), (N-a352: CH2C00Me, 4.Br-Ph, S, S), (N-3353: CH2C00Me, 5-Cl- 
thiophene-2-yl, S, S), (N-3354: CH2C00Me, 3,4.diF-Ph, S, S), (N-3355: 
CH2C00Me, 5-Br.thiophene-2-yl, S. S), (N-3356: CH2C00Me, 3,4-diBr-Ph, S, 
S), (N-3357: CH2C00Me, 4-CF3-Ph, S, S), (N-3358: CHzCOOMe, 3-Cl-Ph, S, S). 
(N-3359: CH2C00Me, 3-Br-Ph, S, S), (N-3360: CH2C00Me, 3-F-Ph, S, S), (N- 
3361: CH2CH2COOMe, 4-F-Ph, S, S), (N-3362: CH2CH2COOMe, 4.Br-Ph, S, S), 
(N-3363: CH2CH2C00Me, 5-Cl-thiophene-2-yl, S, S), (N-3364: CH2CH2COOMe, 
3,4-diF.Ph, S, S), (N.3365: CH2CH2COOMe, 5-Br.thiophene-2-yl, S, S), (N- 
3366: CH2CH2COOMe, 3,4-diBr-Ph, S, S), (N-3367: CH2CH2COOMe, 4-CF3-Ph, 
S, S), (N.3368: CH2CH2COOMe, 3-Cl-Ph, S, S), (N.3369: CH2CH2COOMe, 3- 
Br-Ph. S, S), (N.3370: CH2CH2COOMe, 3-F-Ph, S, S), (N.3371: CH2COONH2, 

4- F-Ph, S, S), (N-3372: CH2COONH2, 4-Br-Ph, S, S), (N-3373: CH2COONH2, 

5- Cl-thiophene-2-yl, S. S), (N-3374: CH2COONH2, 3,4.diF-Ph, S, S), (N-3375: 
CH2COONH2, 5-Br-thiophene-2.yl, S, S), (N-3376: CH2COONH2, 3,4-diBr-Ph, 
S, S). (N-3377: CH2COONH2, 4-CF3-Ph, S, S), (N-3378: CH2COONH2, 3-Cl-Ph, 
S, S), (N-3879; CH2COONH2, 3-Br-Ph, S, S), (N-3380: CH2COONH2, 3-F-Ph, S, 
S), (N-3381: CH2COONHCH3, 4-F-Ph, S. S), (N-3382: CH2COONHCH3. 4-Br.Ph, 
S, S), (N-3383: CH2COONHCH3, 5-Cl-thiopbene-2-yl. S, S), (N-3384: 
CH2COONHCH3, 3,4.diF.Ph, S, S), (N.3385: CH2COONHCH3, 5-Br- 
thiophene-2-yl, S. S), (N-3386: CH2COONHCH3, 3,4-diBr-Ph, S, S), (N-3387: 
CH2COONHCH3, 4-CF3-Ph, S, S), (N-3388: CH2COONHCH3, 3-Cl-Ph, S. S), 
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(N-3389: CH2COONHCH3, 3-Br-Ph, S, S), (N-3390: CH2COONHCH3, 3-F.Ph, S, 
S), (N-3391: CH2CH2CI, 4-F-Ph, S, S), (N-3392: CH2CH2CI, 4-Br-Ph, S, S), (N- 
3393: CH2CH2CI, 5-Cl-thiophene-2-yl, S, S), (N-3394: CH2CH2CI, 3,4-diF-Ph, S, 
S), (N-3395: CH2CH2CI, 5-Br-thiophene-2-yl, S, S), (N-3396: CH2CH2CI, 3,4- 
5 diBr-Ph, S, S). (N-3397: CH2CH2CI, 4-CF3-Ph, S, S), (N-3398: CH2CH2CI, 3- 
Cl-Ph, S, S), (N-3399: CH2CH2CI, 3-Br-Ph, S, S), (N-3400: CH2CH2CI, 3-F-Ph, S, 
S), (N-3401: CONH2, 4-F-Ph, S, 0). (N-3402: CONH2, 4-Br-Ph, S, 0), (N-3403: 
CONH2, 5-Cl-thiophene-2-yl, S, 0), (N-3404: CONH2. 3,4.diF-Ph, S, 0), (N- 
3405: CONH2, 5-Br-thiophene-2-yl, S, 0), (N-3406: CONH2, 3,4-diBr-Ph, S, O), 

10 (N-3407: CONH2, 4-CF3-Ph, S, 0), (N.3408: CONH2, 3-Cl-Ph, S, 0), (N-3409: 
CONH2, 3-Br-Ph. S, O), (N-3410: CONH2, 3-F-Ph, S, 0), (N-3411: CO2NHCH3, 
4-F-Ph, S, O), (N-3412: CO2NHCH3. 4-Br-Ph, S, O), (N.3413: CO2NHCH3, 5- 
Cl-thiophene-2-yl, S, O), (N.3414: CO2NHCH3, 3,4-diF-Ph, S. 0). (N-3415: 
CO2NHCH3, 5-Br-thiophene-2-yl, S, O), (N-3416: CO2NHCH3, 3,4-diBr.Ph, S, 

15 0), (N-3417: CO2NHCH3, 4-CF3-Ph, S, O), (N.3418: CO2NHCH3, 3-Cl-Ph, S, O), 
(N-3419: CO2NHCH3, 3-Br-Ph, S, 0), (N-3420: CO2NHCH3, 3-F-Ph, S, O), (N- 
3421: C02N(CH3)2, 4-F-Ph, S, 0), (N-3422: C02N(CH3)2, 4-Br-Ph, S, O), (N-" 
3423: C02N(CH3)2, 5-Cl-thiophene-2-yl, S, 0), (N-3424: C02N(CH3)2, 3.4-diF- 
Ph, S, O), (N-3425: C02N(CH3)2, 5-Br-thiophene-2-yl, S, O), (N-3426: 

20 C02N(CH3)2, 3,4-diBr-Ph, S, O), (N-3427: C02N(CH3)2, 4-CF3-Ph, S. 0), (N- 
3428: C02N(CH3)2, 3-Cl-Ph, S, 0), (N-3429: C02N(CH3)2, 3-Br-Ph, S, 0), (N- 
3430: C02N(CH3)2, 3-F-Ph, S, 0). (N-3431: CO2H, 4-F-Ph, S, 0). (N-3432: CO2H, 
4-Br-Ph, S, 0), (N-3433: CO2H. 5-Cl-thiophe.ne-2-yl, S, 0), (N-3434: CO2H, 
3,4-diF.Ph, S, 0), (N-3435: CO2H, 5-Br-thiophene-2-yl, S, O), (N-3436: CO2H, 

25 3,4-diBr-Ph, S, 0), (N-3437: CO2H, 4-CF3-Ph, S, O), (N-3438: CO2H, 3-Cl-Ph, S, 
0), (N-3439: CO2H, 3-Br-Ph, S, 0), (N.3440: CO2H, 3-P-Ph, S, 0), (N-3441: NH2, 
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4-F-Ph, S, 0), (N-3442: NHa, 4-Br-Ph. S, O), (N.3443: NH2. 5-Cl-thiophene-2- 
yl, S, 0), (N-3444: NH2, 3.4-diF-Ph, S, 0), (N-3445: NHz, 5-Br-thiophene-2-yl, S, 
0), (N-3446: NH2, 3,4-diBr-Pli, S, 0), (N-3447: NHz, 4-CF3-Ph, S, 0), (N.3448: 
NH2, 3-Cl-Ph, S. O), (N-3449: NH2, 3-Br-Ph, S, O), (N-3450: NH2. 3-F-Ph, S, 0), 
5 (N-3451: CHzCOOMe, 4-F-Ph. S, 0), (N.3452: CHzCOOMe. 4.Br-Ph, S. O), (N- 
3453: CHzCOOMe, 5-Cl-thiophene-2-yl, S, 0), (N-3454: CHaCOOMe, 3,4-diF- 
Ph, S, O), (N-3455: CHzCOOMe, 5-Br-thiopliene-2-yl, S, O), (N-3456: 
CHzCOOMe, 3,4-diBr-Ph, S, 0), (N-3457: CHzCOOMe, 4-CF3-Ph, S, 0), (N- 
3458: CH2C00Me, 3-Cl-Ph, S, 0), (N-3459: CHzCOOMe, 3-Br-Ph, S, O), (N- 

10 3460: CHaCOOMe, 3-F-Ph, S, 0), (N-3461: CHaCHzCOOMe. 4-F-Ph, S. O), (N- 
3462: CHzCHzCOOMe, 4-Br-Ph. S, O), (N-3463: CHzCHzCOOMe, 5-Cl- 
thiophene-2.yl, S, 0), (N.3464: CH2CH2COOMe, 3,'4-diF.Ph. S, O), (N-3465: 
CH2CH2COOMe, 5-Br-thiophene-2-yl, S, 0), (N-3466: CH2CH2COOMe, 3,4- 
diBr-Ph, S, 0), (N-3467: CHsCHaCOOMe, 4-CF3-Ph, S, O), (N-3468: 

15 CH2CH2COOMe, 3-Cl-Ph, S, 0), (N-3469: CH2CH2COOMe, 3-Br-Ph, S, O), (N- 
3470: CH2CH2COOMe, 3-F-Ph, S, 0), (N-3471: CH2COONH2, 4-F-Ph, S, O), 
(N-3472: CH2COONH2, 4-Br-Ph, S, 0), (N.3473: CH2COONH2, 5-Cl- 
thiophene-2-yl, S, 0), (N-3474: CH2COONH2, 3,4-diF-Ph, S, 0), (N-3475: 
CH2COONH2, 5-Br.thiophene-2-yl, S, 0), (N-3476: CH2COONH2, 3,4.diBr-Ph, 

20 S, 0), (N-3477: CH2COONH2, 4.CF3-Ph, S, 0), (N-3478: CH2COONH2, 3-Cl-Ph, 
S, O), (N-3479: CH2COONH2, 3-Br-Ph, S, 0), (N-3480: CH2COONH2, 3-F-Ph, S, 
O), (N-3481: CH2COONHCH3, 4-F.Ph, S, 0), (N.3482: CH2COONHCH3, 4-Br. 
Ph, S, 0), (N-3483: CH2COONHCH3, 5-Cl-thiophene-2-yl, S, 0), (N-3484: 
CH2COONHCH3, 3,4-diF-Ph, S, O), (N-3485: CH2COONHCH3, 5-Br- 

25 thiophene-2.yl, S, 0), (N-3486: CH2COONHCH3. 3,4-diBr.Ph, S, 0), (N.3487: 
CH2COONHCH3, 4-CF3-Ph, S, 0), (N-3488: CH2COONHCH3, 3-Cl-Ph, S. O), 
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(N-3489: CH2COONHCH3, 3-Br-Ph, S, 0), (N-3490: CH2COONHCH3, 3-F-Ph, S, 
O). (N-3491: CH2CH2CI, 4-F-Ph, S, 0), (N-3492: CH2CH2CI, 4-Br-Ph, S, 0), 
(N-3493: CHzCHaCi, 5-Cl-thiophene-2-yl, S, 0), (N-3494: CH2CH2CI. 3,4.diF- 
Ph, S, 0), (N-3495: CH2CH2CI, 5-Br-thiophene.-2-yl, S, 0), (N-3496: CH2CH2CI, 
5 3,4.diBr.Ph, S, 0), (N.347: CH2CH2CI, 4-CF3-Ph, S, 0). (N.3498: CH2CH2CI, 
3-Cl-Ph, S, 0), (N-3499: CH2CH2CI, 3-Br-Pli, S, O), (N-3500; CH2CH2CI, 3-F- 
Ph, S, 0), (N-3501: CONH2, 4-F.Ph, 0, S), (N-3502: CONH2, 4-Br-Ph, 0, S), 
(N.3503: CONH2, 5-Cl-thiophene-2-yl, 0. S), (N.3504: CONH2, 3.4-diF.Ph, O, 
S), (N-3505: CONH2, 5-Br.thiophene.2.yl. 0, S), (N-3506: CONH2, 3,4-diBr-Ph, 

10 0, S), (N-3507: CONH2, 4-CF3-Ph, O, S), (N-3508: CONH2, 3-Cl-Ph, 0, S), (N- 
3509: CONH2. 3-Br.Ph, 0, S), (N-3510: CONH2, 3-F-Pli, 0, S), (N.3511: 
CO2NHCH3. 4-F.Fh, O, S), (N-3512: CO2NHCH3, 4-Br-Ph, 0, S), (N.3513: 
CO2NHCH3, 5-Cl.thiophene-2-yl, 0, S), (N-3514: CO2NHCH3, 3,4-diF.Ph, 0, S). 
(N-3515: CO2NHCH3. 5-Br-thiophene-2-yl. O, S), (N-3516: CO2NHCH3, 3,4- 

15 diBr-Ph. 0, S), (N-3517: CO2NHCH3, 4-CF3-Ph, O, S), (N-3518: CO2NHCH8, 
3-Cl-Ph, 0. S), (N-3519: CO2NHCH3, 3-Br-Pli, 0, S), (N-3520: CO2NHCH3, 3- 
F-Ph, 0, S), (N-3521: C02N(CH3)2, 4.F-Ph. O, S), (N-3522: C02N(CH3)2, 4-Br- 
Ph, O, S), (N-3523: C02N(CH3)2, 5-Cl-thiophene-2.yl, O, S), (N-3624: 
C02N(CH3)2, 3,4-diF.Ph, 0, S), (N-3525: C02N(CH3)2, 5-Br-thiophene-2-yl, 0. 

20 S), (N-3526: C02N(CH3)2, 3,4.diBr-Ph, 0, S), (N-3527: C02N(CH3)2, 4-CF3-Ph, 
0, S), (N-3528: C02N(CH3)2, 3-Cl-Ph, 0, S), (N-3529: C02N(CH3)2, 3-Br-Ph, 0, 
S), (N-3530: C02N(CH3)2, 3-F-Ph, 0, S), (N-3531: CO2H, 4-F-Ph, O, S), (N-3532: 
CO2H, 4-Br-Ph, 0, S), (N.353: CO2H, 5.Cl-thiophene-2-yl, 0. S), (N.3534: CO2H, 
3,4-diF-Ph, O, S), (N-3535: CO2H, 5-Br-thiophene-2-yl. 0, S), (N.3536: CO2H, 

25 3,4-diBr.Ph, 0, S), (N-3537: CO2H, 4-CF3-Ph, 0, S), (N-3538: CO2H, 3-Cl-Ph, 0. 
S), (N.3539: C02H,''3-Br-Ph, 0, S), (N-3540: CO2H, 3-F-Ph, O, S), (N-3541: NH2, 
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4-F-Ph, 0, S), (N-3542: NH2, 4-Br-Ph, 0, S), (N-3543: NH2, 5-Cl-thiopheiie-2. 
yl, 0, S), (N-3544: NH2, 3,4-diF-Ph, 0, S), (N-3545: NH2, 5-Br-thiophene-2-yl, 
0, S), (N-3546: NH2, 3,4-diBr-Ph, 0, S), (N-3547: NH2, 4-CF3-Ph. O, S), (N. 
3548: NH2, 3-Cl-Ph, 0, S). (N.8549: NH2, S-Br-Ph, 0, S), (N-3550: NH2, 3-F.Ph, 
5 0, S), N35-51: CHaCOOMe, 4-F-Ph, 0, S). (N-3552: CH2C00Me, 4.Br.P]i, O, S), 
(N-3553: CH2C00Me, 5-Cl-thiophene-2-yl, 0, S), (N-3554: CH2C00Me, 3,4- 
diF-Ph, 0. S), (N-355: CHaCOOMe, 5-Br-thiophene-2-yl, 0, S), (N-3556: 
CHaCOOMe, 3,4.diBr-Ph, 0, S), (N-3557: CHaCOOMe, 4-CF3-Ph. O, S), (N- 
3558: CH2C00Me, 3-Cl-Ph, 0, S), (N-3559: CH2C00Me, 3-Br-Ph, 0, S), (N- 

10 3560: CH2C00Me, 3-F-Ph, 0, S), (N-3561: CH2CH2COOMe, 4-F-Ph, 0. S), (N- 
3562: CH2CH2COOMe, 4-Br-Ph, O, S), (N-3563: CH2CH2COOMe, 5-Cl- 
thiophene-2.yl, 0, S), (N-3564: CHaCHaCOOMe, 3,4-diF.Ph, O, S), (N-3565: 
CH2CH2COOMe, 5-Br-thiophene-2-yl, 0, S), (N-3566: CH2CH2COOMe, 3,4- 
diBr-Ph, O, S), (N-3567: CH2CH2COOMe, 4-CF3-Ph, O, S). (N-3568: 

15 CHsCHaCOOMe, 3-Cl-Ph, 0, S), (N.3569: CH2CH2COOMe, 3-Br-Ph, 0, S), (N- 
3570: CH2CH2COOMe, 3-F-Ph, O, S), (N-3571: CH2COONH2. 4-F-Ph, 0, S), 
(N-3572: CH2COONH2, 4-Br-Ph, 0, S), (N-3573: CH2COONH2, 5-Cl- 
thiophene-2-yl. O, S), (N-3574: CH2COONH2, 3,4-diF-Ph, 0, S), (N-3575: 
CH2COONH2, 5-Br.thiophene-2-yl, O, S), (N-3576: CH2COONH2, 3,4-diBr-Ph, 

20 0, S), (N-3577: CH2COONH2, 4.CF3-Ph, O, S), (N-3578: CH2COONH2, 3-Cl-Ph, 
O, S), (N.3579: CH2COONH2, S-Br-Ph, O, S), (N-3580: CH2COONH2, 3-F-Ph, O, 
S), (N-3581: CH2COONHCH3, 4-F-Ph, 0, S), (N-3582: CH2COONHCH3, 4-Br- 
Ph, 0, S), (N-3583: CH2COONHCH3, 5-Cl-t,hiophene-2-yl, 0, S), (N-3584: 
CH2COONHCH3, 3.4-diF-Ph, 0, S), (N-3585: CH2COONHCH3, 5-Br. 

25 thiophene-2-yl, O, S), (N-3586: CH2COONHCH3, 3,4.diBr-Ph, O, S), (N-3587: 
CH2COONHCH3, 4-CF3-Ph, O, S), (N.3588: CH2COONHCH3, 3-Cl-Ph, 0, S), 
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(N.3589: CH2COONHCH8, 3-Br.Ph. 0, S), (N.3590: CH2COONHCH3, 3-F-Ph. 0, 
S), (N-3591: CH2CH2CI, 4-F-Ph, 0, S), (N-3592: CH2CH2CI, 4.Br-Ph, 0, S), 
(N-3593: CH2CH2CI. 5-Cl-thiophene-2-yl, 0, S), (N-3594: CH2CH2CI, 3,4-diF- 
Ph. 0, S), (N-3595: CH2CH2CI, 5-Br-thiophene-2-yl. 0, S), (N-356: CH2CH2CI, 
5 3,4-diBr-Ph, O. S); (N-3597: CH2CH2CI, 4-CF3-Ph, 0, S), (N-3598: CH2CH2CI, 
3-Cl-Ph, 0, S), (N-3599: CH2CH2CI, 3-Br-Ph, O, S), (N-3600: CH2CH2CI, 3-F- 
Ph, O, S), (N-3601: CONH2, 4-F-Ph, O, 0), (N-3602: CONH2, 4.Br-Ph, 0, 0), 
(N-3603: CONH2. 5-Cl-thiophene-2-yl, 0. 0), (N-3604: CONH2, 3,4-diF-Ph, O, 
0), (N-3605: CONH2, 5-Br.thiophene-2-yl, 0, O), (N-3606: CONH2, 3,4-diBr-Ph, 

10 0, 0), (N-3607: CONH2, 4-CF3-Ph, 0, 0), (N-3608: CONH2, 3-Cl-Ph, 0, 0), 
(N-3609: CONH2, 3-Br-Ph, 0, 0), (N-36I0: CONH2, 3-F-Ph, O, 0), (N-3611: 
CO2NHCH8, 4.F-Ph. 0, 0), (N-3612: CO2NHCH3. 4-Br-Ph, O, 0). (N-3613: 
CO2NHCH3, 5-Cl-thiophene-2-yl, O, 0), (N-3614: CO2NHCH3, 3,4.diF-Ph, 0, 0), 
(N-3615: CO2NHCH3, 5-Br-thiophene-2-yl, 0, 0), (N-3616: CO2NHCH3, 3,4- 

15 diBr-Ph, 0, O), (N-3617: CO2NHCH3, 4-CF3-Ph, O, O), (N-3618: CO2NHCH3, 
3-Cl-Ph, 0, O), (N-3619: COaNHCHa, 3-Br.Ph, O, 0), (N.3620: CO2NHCH3. 3- 
F-Ph, 0. 0), (N-3621: C02N(CH3)2. 4-F-Ph, O, 0), (N-3622: C02N(CH3)2, 4-Br- 
Ph, O, 0), (N-3623: C02N(CH3)2. 5-Cl-thiophene-2-yl, O, 0), (N-3624: 
C02N(CH3)2, 3,4-diF-Ph, O, 0), (N.3625: C02N(CH3)2, 5-Br-thiophene-2-yl, O, 

20 O), (N-3626: C02N(CH3)2, 3,4-diBr-Ph, 0, 0), (N.3627: C02N(CH3)2, 4.CF3-Ph, 
O, O), (N-3628: C02N(CH3)2, 3-Cl-Ph, 0, 0), (N-3629: C02N(CH3)2, 3-Br-Ph, O, 
0), (N-3630: C02N(CH3)2, 3-F-Ph, 0, 0), (N.3631: CO2H, 4-F-Ph, 0, 0), (N- 
3632: CO2H, 4-Br-Ph. 0, 0), .(N-3633: CO2H, 5-Cl-thiopheiie-2-yl, 0, 0), (N- 
3634: CO2H, 3,4-diF-Ph, O, 0), (N-3635: CO2H, 5-Br-thiophene-2-yl, 0, 0), 

25 (N-3636: CO2H, 3,4-diBr-Ph, 0, 0), (N-3637; CO2H, 4-CF3.Ph, 0, 0), (N.3638: 
CO2H, 3-Cl-Ph, 0, 0), (N-3639: CO2H, 3-Br-Ph; O, 0), (N-3640: CO2H. 3-F-Ph, 
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0, 0), (N-3641: NHa, 4-F-Ph, 0. 0), (N-3642: NHa, 4-Br-Ph, 0, 0), (N-3643: NH2, 
5-Cl-thiophene-2.yl, 0, 0), (N-3644: NH2, 3,4-diF-Ph, O, O), (N-3645: NH2, 5- 
Br-thiophene-2-yl, 0, 0). (N-3646: NH2, 3,4-diBr-Ph, 0, 0), (N-3647: NH2, 4- 
CF3-Ph, 0, 0), (N-3648: NH2. 3-Cl-Ph, 0, 0), (N-3649: NH2, 3-Br-Ph, 0, 0), 
5 (N-3650: NH2, 3-F-Ph, 0, O), (N-3651: CH2C00Me, 4-F-Ph, 0, 0), (N-3652: 
CHaCOOMe, 4-Br-Pli, 0, 0), (N-3653: CH2C00Me, 5-Cl-thiophene-2-yl, 0. 0). 
(N-3654: CHzCOOMe, 3,4-diF-Ph, 0, 0), (N-3655: CH2C00Me, 5-Br- 
thiophene-2-yl, O, 0), (N-3656: CH2C00Me, 3,4-diBr-Pli, 0, 0), (N-3657: 
CH2C00Me, 4-CF3-Ph, 0, O), (N-3658: CH2C00Me, 3-Cl-Ph, 0, 0), (N-3659: 

10 CH2C00Me, 3-Br-Ph, 0, 0). (N-3660: CH2C00Me, 3-F-Ph, 0, 0), (N-3661: 
CH2CH2COOMe, 4-F.Ph, 0, O), (N-3662: CH2CH2COOMe, 4-Br.Ph, O, O). (N- 
. 3663: CH2CH2CO0Me, 5-Cl-thiophene-2-yl, 0, O). (N-3664: CH2CH2COOMe, 
3,4-diF-Ph, 0. 0), (N-3665: CH2CH2COOMe, 5-Br-thiophene-2-yl, 0, 0), (N- 
3666: CH2CH2COOMe, 3,4-diBr.Ph, O, 0), (N.3667: CH2CH2COOMe, 4-CF3-Ph, 

15 O, O), (N-3668: CH2CH2COOMe, 3-Cl-Ph, 0. 0). (N-3669: CH2CH2COOMe, 3- 
Br-Ph, O. O), (N-3670: CH2CH2COOMe, 3-F-Ph, O. O), (N-3671: CH2COONH2, 

4- F-Ph, 0, 0), (N.8672: CH2COONH2, 4-Br-Ph, 0, 0), (N-3673: CH2COONH2, 

5- Cl-thiophene-2-yl, 0, 0), (N-3674: CH2COONH2, 3,4-diF-Ph, 0, 0), (N-3675: 
CH2COONH2, 5-Br-thiophene-2.yl, 0, 0), (N.3676: CH2COONH2. 3,4-diBr-Ph, 

20 0. 0), (N-3677: CH2COONH2, 4-CF3.Ph, 0, 0), (N.3678: CH2COONH2, 3-Cl-Ph, 
O, O), (N-3679: CH2COONH2, 3-Br-Ph, 0, O), (N-3680: CH2COONH2, 3-F-Ph, O, 
O), (N-3681: CH2COONHCH3, 4-F-Ph, 0, O), (N-3682: GH2COONHCH3, 4-Br- 
Ph, O, 0), (N.3683: CH2COONHCH3, 5-Cl-thiophene-2-yl, 0, 0), (N-3684: 
CH2COONHCH3, 3,4-diF-Ph, O, 0), (N-3685: CH2COONHCH3, 5-Br. 

25 thiophene-2.yl, O, O), (N-3686: CH2COONHCH3, 3,4-diBr-Ph, 0, 0), (N-3687: 
CH2COONHCH3. 4-CF3-Ph. 0, 0), (N-3688: CHaCOONHCHa, 3-Cl-Ph, 0, 0), 
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(N.3689: CH2COONHCH3, S-Br-Ph, 0, 0), (N-3690: CH2COONHCH3, 3-F-PIi, 0, 
O), (N-3691: CH2CH2CI, 4-F-Ph, O, 0), (N-3692: CH2CH2CI, 4-Br-Ph, 0, 0), 
(N-3693: CH2CH2CI, 5-Cl-thiophene-2-yl, 0. 0), (N-3694: CH2CH2CI, 3,4-diF- 
Ph, 0. 0), (N-3695: CH2CH2CI, 5-Br-thiophene-2-yl, O, O), (N-3696: CH2CH2CI, 
5 3,4-diBr-Ph, 0, 0), (N-3697: CH2CH2CI, 4.CF3-Ph, 0, O), (N-3698: CH2CH2CI. 
3-Cl-Ph, 0, 0), (N-3699: CH2CH2CI, 3-Br.Ph, 0, 0), (N-3700: CH2CH2CI, 3-F- 
Ph. 0, 0), (N-3701: 4-NH2-Ph. H, S, S), (N-3702: 4-N(Ac)H-Ph, H, S, S), (N- 
3703: 4.0H.Ph, H. S, S), (N.3704: 3,4.di(OH)2-Ph. H, S, S), (N-3705: 3,4- 
di(NH2)-Ph, H, S, S), (N-3706: 3:4-[N(Ac)H]2-Ph, H. S, S), (N-3707: 4-SH-Ph, H, 

10 S, S). (N-3708: 4-SMe-Ph, H, S, S), (N-3709: 3,4-diBr.Ph, H, S, S), (N.3710: 4- 
N(Me)H-Ph, H, S, S), (N.3711: 4-N(Me)2-Ph, H. S, S), (N.3712: 4-N(Me)3+-Ph, H, 
S, S), (N-3713: 4-Et-Ph, H, S, S), (N-3714: 4-iPr-Ph, H, S, S), (N-3715: 4-nPr- 
Ph, H, S, S), (N-3716: 4-nBu-Ph. H, S, S), (N-3717: 4-iBu-Ph, H, S, S), (N-3718: 
3,4-diMe-Ph, H, S, S), (N.3719: l,3-Ben2odioxole-5-yl, H, S, S), (N.3720: N- 

15 Me-pyridinium-4-yl, H, S, S), (N-3721: N-Me-pyridinium-S-yl. H. S, S), (N- 
3722: 5-Me-Pyridine-2-yl, H, S, S), (N-3723: 2.Pyra2inyl, H, S, S), (N-3724: 3- 
Pyrrolyl, H, S, S), (N-3725: l-Me-pyrrole-3-yl, H, S, S), (N-3726: Pyridine N- 
oxide-4-yl, H, S, S), (N-3727: Pyridine N-oxide-3-yl, H, S, S), (N-3728: 6-OH. 
pyridine-3-yl, H, S, S). (N-3729: 6-SH-pyridine-3-yl, H, S, S), (N-3730: 1-Ac- 

20 pyrrole-3-yl, H, S, S), (N-3731: 4-CF3-Ph, H, S, S), (N-3732: 4-CN.Ph, H, S, S), 
(N-3733: 4-CHO-Ph, H, S, S), (N-3734: 3-Cl-Ph, H, S, S), (N.3735: 3-Br-Ph, H, 
S, S), (N.3736: 3-F-Ph, H, S, S), (N-3737: S-I-Ph, H. S, S), (N-3738: 4.1-Ph, H, S, 
S). (N-3739: 4-OCF3-Ph, H, S, S), (N-3740: 3,4.diI-Ph, H. S, S), (N-3741: 
Indole-6-yl. H, S, S), (N-3742: l-Ac-indole-6-yl, H, S, S), (N-3743: 1-Me- 

25 indole-6-yl. H, S, S). .(N-3744: 4-(l.Imidazolyl)-Ph. H, S, S), (N.3745: 4- 
Morphorino-Ph, H, S, S), (N-3746: 4-(l.Piperazinyl)-Ph, H, S, S). (N-3747: 
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2:5-diMe.thiophene-3-yl, H, S, S), (N-3748: 2-Furyl, H, S, S), (N-3749: 5-Me- 
furan-2-yl, H, S, S), (N-3750: 5-Me-furan-2-yl, H, S, S), (N-8751: 2-Thiazolyl, H, 
S, S), (N.3752: l:4-Benzodioxin-6-yl, H, S, S), (N-3753: Benzo[b]furan.2-yl, H, 
S, S), (N-3754: 4.NH2CH2-Ph, H, S, S), (N-3755: 4-N(Me)HCH2-Ph, H, S, S), 
5 (N-3756: 4-N(Me)2CH2-Ph, H, S, S), (N-3757: 6-Cl-pyridine-3-yl. H, S, S), (N- 
3758: 5,6-diCl-pyridine-3-yl, H, S, S), (N-3759: 5-Ci-pyridine-2-yl, H, S, S), 
(N-3760: 4:5-diCl-pyridine-2-yl, H, S. S), (N-3761: 4-ClCH2-Bn. H, S, S), (N- 
3762: Bn, H, S, S). (N-3763: 4.C1-Bn, H. S, S). (N.3764: 4-Br-Bn, H, S, S), (N- 
3765: 4-F-Bn, H, S, S). (N-3766: 3,4-diCl-Bn, H, S, S), (N-3767: 3,4-diBr-Bn, H, 

10 S, S), (N-3768: 3,4-diF-Bn, H, S. S), (N^3769: 4-Cl-Bz, H, S, S), (N.3770: 3,4- 
diCl-Bz; H, S, S). (N-3771: 4-Br.Bz, H, S, S), (N.3772: 3,4-diBr-Bz. H. S, S). 
(N-3773: 4-F-Bz, H, S. S). (N-3774: 3,4-diF-Bz, H, S. S). (N-3775: 4-NH2-Ph, H, 
S, O), (N.3776: 4-N(Ac)H-Ph, H, S, 0), (N-3777: 4-OH-Ph, H, S, 0), (N-3778: 
3.4-di(OH)2-Ph, H, S, O), (N-3779: 3,4-di(NH2)-Ph. H, S. 0), (N-3780: 3:4- 

15 [N(Ac)H]2-Ph, H. S, O), (N-3781: 4.SH.Ph, H, S, 0), (N-3782: 4-SMe-Ph, H, S, 
O), (N-3783: 3,4.diBr-Ph, H, S, 0), (N-3784: 4-N(Me)H-Ph, H. S. 0). (N-3785: 
4-N(Me)2-Ph, H, S, 0), (N-3786: 4-N(Me)3+-Ph, H, S, O), (N-3787: 4-Et.Ph, H, S, 
O), (N-3788: 4-iPr-Ph, H, S, 0), (N.3789: 4-nPr-Ph, H, S, O), (N-3790: 4.nBu- 
Ph, H, S, O), (N-3791: 4-iBu-Ph, H, S, O), (N-3792: 3,4-diMe-Ph, H, S, O), (N- 

20 3793: l,3-Benzodioxole-5-yl, H, S, 0), (N-3794: N-Me-pyridinium-4-yl, H, S, O), 
(N-3795: N-Me-pyridiiiium-3-yl, H, S, 0), (N.3796: 5-Me-Pyridine-2-yl, H, S, 
0), (N-3797: 2-Pyrazinyl, H, S, O), (N-3798: 3-Pyrrolyl, H, S, 0), (N-3799: 1- 
Me-pyrrole-3-yl, H, S, O), (N-3800: Pyridine N-oxide-4-yl, H, S, 0), (N-3801: 
Pyridine N-oxide-3-yl, H, S, 0), (N-3802: 6-OH-pyridine-3-yl, H, S, 0), (N- 

25 3803: 6-SH-pyridine-3-yl, H, S, O), (N-3804: l-Ac-pyrrole-3-yl, H, S, 0), (N- 
3805: 4.CF3-Ph, H. S, 0), (N-3806: 4.CN-Ph, H, S, O), (N-3807: 4.CH0-Ph, H, S, 
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0), (N-3808: 3-Cl-Ph, H, S, 0), (N-3809: 3-Br-Ph, H, S, 0), (N.3810: 3-F.Ph, H, 
S, 0), (N-3811: 3-I-Ph, H, S, 0), (N-3812: 4-I-Ph, H, S, 0), (N-3813: 4-OCF3-Ph, 
H, S, 0), (N-3814: 3,4.diI-Ph, H, S, 0), (N.3815: Indole-6-yl, H, S, O), (N-3816: 

1- Ac-indole-6-yl, H, S, 0), (N-3817: l-Me-mdole-6-yl, H, S, 0), (N-3818: 4-(l- 
5 Imida2olyl)-Ph, H, S, 0), (N-3819: 4-MorphoriDO-Ph. H, S, 0), (N-3820: 4-(l- 

Piperazinyl)-Ph, H, S. 0), (N-3821: 2:5-diMe-thiophene-3-yl, H, S, 0), (N-3822: 

2- Furyl, H, S. 0), (N-3823: 5-Me-furan.2-yl, H, S, O), (N-3824: 5-Me-furan-2- 
yl, H, S. 0), (N-3825: 2.Thiazolyl, H, S, 0), (N-3826: l:4-Benzodioxiii-6-yl, H, S, 
0), (N-3827: Benzo[b]furan-2-yl, II, S, O), (N-3828: 4-NH2CH2-Ph, H, S, 0), 

10 (N.3829; 4-N(Me)HCH2-Ph. H, S, O), (N-3830: 4-N(Me)2CH2-Ph, H, S, 0), (N- 
3831: 6-Cl-pyridine-3-yl, H, S. 0), (N-3832: 5,6-diCl-pyridine-3-yl, H, S, 0), 
(N-3833: 5-Cl-pyridme.2-yl, H, S, O), (N-3834: 4:5-(JiCl-pyridine-2.yl. H. S. O). 
(N-3835: 4-ClCH2-Bn, H, S, O), (N-3836: Bn, H, S, 0), (N-3837: 4-Cl-Bn, H, S, 
0), (N-3838: 4-Br-Bn, H, S, 0), (N-3839: 4-F-Bn, H, S, O), (N-3840: 3,4-diCl-Bn, 

15 H, S, O), (N-3841: 3,4-diBr-Bn, H, S. 0), (N-3842: 3,4-diF.Bn, H, S, O), (N-3843: 
4-CI-B2, H, S, 0), (N-3844: 3,4-diCl-Bz, H, S, 0), (N.3845: 4-Br-Bz, H, S, O), 
(N-3846: 3,4-diBr-Bz, H, S, 0), (N-3847: 4-F-Bz, H, S, 0), (N-8848: 3,4.diF-Bz,- 
H, S, 0). (N-3849: 4-N02-Bn, H, S, O). (N-3850: 4-CN.Bn, H, S, O) 

20 mmm 

mm&\i hti>7r.n'^aL^> (tpo) (oi^-mtmm 

t h TP0(hTP0)*5 j;t>*^ 5^;^ TPO(mTPO)«, R&D Systems |± i 9 JgiA LfCo 

nUkM 2 it^i^(A-l). (B.17), *5 cfc XJP(C-1)\Z. J; 5 in vitro g:^^ => d ^-ig^jp 
25 f^ffl 
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MiNBHa 2.2xl06i@i|: 3cm v'-Y- H^l^aU, 10%:^^ / —/l^icmMLti^t^^^ 
* 053^*4: El 1 iC^-r. 

5 

■^i\:.^m<D TPOS^i^;S^tt^> =• y J. Cell. Physiol., 137: 293-298 

(l988)(c|3<fe$ti--CV^5;^&lcSpi:x t h TPO Sr^^a^^Sr BaF-B03 iHaiajJ: 
^AL-Cf^J5)cLfc. TPOtfe#tt*IBia$S|c BaF/hTPOR <SrffiVNrifl!i;£L^, hni^jj? 
10 \^-f^'^B=f-(Dm.mUmn^ t'=f>'P>(D Proc. Natl. Acad. 

Sci. 89:5640-5644 (1992){r|Btg$ ^^■CV^5. ^Hism^X^h^ BaF-BOS /NBfla^r 
TPOfiJC£;«U/^V^» IL-3M^illBliao^«^^ (0lJx« WEHI-3) ^^JPtfcRPMI 
JtttJtrTtiJS^-frfc BaF/hTPORiisSlia^ RPMI "C 1 mmW^. IL-8 S^jNBiiS©J* 
*?^Sr^AP LTV^/j^V^ RPMI mm^mm 96 Tt-^^ ^ n 7°l<- h tCiWflail: 

15 5x10* o/e^rc/nc/jjs J; 5 {iijiauTs ^^t-^-i^fcsvNtt hipo ^j^jpuyt, 

5%C02??1iT-C 37t:, 20 NPfW^^L^^JJl. jii 13*151^1^1^1* 11 T & S WST-1 

«M (SfiitthM) ^Ir^^DL. 4 B#F^^}:: 450nm <^PiJi|X^ffliJS L/::„ ^©^^^ 
m 2 ti^f . Syt, TPO ^mW'MB^^MT^ LTV>^j;V^B:^-efo^, BaFiiWia^ffl 

20 fL-^^T. TPO ^mi^^^m-r^ BaF/mTPOR iMi}ao^«ttilrfS'<fcii$*^EI 4 
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TPOfiJJSfr i •? , Jak2. She. Mplfj: if (D-y^i-^i^Bm^^il)^ V '^m^t^ tl^ 
:i <t >i5 K7 yf--7yh(0 J. Biol. Chem, 270:4979-4982 (1995)iw|Eic $ tvT S „ 

:iF^it^<ii!imm^x*)Bm^ti?>ms&p^i^if-r/\^i!)> tpo icx?>i>(Dtmcm^x' 
■7ve.(o;^)*(^2iD-cp-</co BaF/hTPOR iNafla^ v/uEm-3 mMi^muLx 

V^^JCV^ RPMI JgilfiiC 1x107 <@/ml O^^tC^^L, 37^4 Bff^ig* Lfc. ^IBliStC 
ft*I^S-25ng/ml O TPO t b < « 200 nM (0^k-g-tl(B-17)«r ^AD LT 37tl0:^ 

?^mm\^ti'^ic. ms&^ PBS x-^m^\>. i%hv h vxioo-c-sr^-fbufco 

±m ^ ^mi^ ^ i- f ^^^^ ii^-rs^si^^T-^^iti^ l, sds /K y t 

2 5 {Jl* i: 
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5 El 2{::S^L;tJ; 2|s:'ft:-&ifeifi^a[fi!5#e<jlc TPO fiSc^ttiNBiat* BaF/hTPOR 

tt, -7 l^^^ TPO BaF/mTPOR i^imiaiC«/J;#L'Jc;i)*o^o ^ 

±<^^m<t>). ^-fb-g-l^iSS t h TPO ^^f*^fC!|#^6<j(cf^ffl TPOT=?-;^h 

^2 5tc^Ufcii>J , *^l2-&i^©fiJSi[}cJ; t) y v^-fk^SrSftS v^-:>-/^^5B5)• 
^=■«. Jak2, Tyk2, STAT3, STAT5. She. Vav. SHPTP2. MpK PLC 7 1. 
Cbl. MAPK. SAPK. p38MAPK-C. TPO t (O t ^-Xhoit, U± 

(D^^J^^. slc^k-g-ti© TPO NftttJiTPO tmCi^i^i-y\^^Bmir^ 

15 :i k{zxy>%m^fix\^^?>:iti^m^7i>}:f£oit, 

mmm 
mmm i 

20 ( I ) ■c^t)$ix^^b-&t; lOmg 

%m 700 mg 

3 — >;^:J'— f=- 274 mg 

HPC-L 16 mg 

1000 mg 

25 il) -cmt^ti^it^lSotKm^ 60^ >y i/a©^§i,Nt;ii-ro =i->;i 

1 2 0 !y i/a0-S.§v^Cii-ro C & Vl^rl-^^lc-Crg^-T -So ?g 
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mm. (nbti!,Lmm m^o. s^-imm) ltzo-^. m,m.-r^o m^ntc 
timm^^^m^i\<^ ( 1 2/6 o p< ^ i^a) i:mMLmm.mt:mio 



s ( I ) -ea*)^n^'fb-&t> lomg 

%m 79 mg 

:3 — ^ lOmg 

10 Xt^Z »; >^Vty^ ->»i^ 1 mg 

100 mg 



V^ig^iilfC-Crl^f -So 1 Oi^WLl 0 Omg* 5^iSHf 7^>*7'-fe;VtC55« 

15 -rso 
i^^j^j 3 

W T 0 fig ^ & ^ * 1- S * r -b ; 1/ 5fE ffl )ia 4 ^ f ^ o 



Ji£^ S { I ) T-a^D^nS^b-^iga 15mg 
20 an 90 mg 
rj — VX^' — ^ 42 mg 
HPC-L 3 mg 



150 mg 

25 1 2 0 ^ y i/i©-S»'^)V^{Cii■ro iLtl^^M-^b. ?g-&^{CHPC-L 
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m g ^fc 4 @ 7 ^ > * r-ir ;i/ C jigJK T -5 o 



5 m» S ( I ) T-St)$n^fli-&!U lOmg 

%m 90 mg 

mmm-^)\^D-:x^ 30mg 
CMC-Na 15 mg 

J^xT 'J j^^->» A 5 mg 

10 150 mg 



S (I) -r-^^D^n^^b^tlx %m. MM^-fe^l/D-;^, CMC-Na 

15 
20 
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Ty-;wT/v^/w, S^$i^•CV^rt> J:VN|#3$=#J^^^S« ; 
YMi-NR^CO- (CHz) o-2-^ -NRACO- (CHz) 0-2-W-. - 
NRAC0-CH=CH-. -W- (CH2) i_5-NR'^C0- (CH2) 0-2 

10 -W- (CH2) i-s-CONRA- (CH2) o-2-^ -CONRA- (CH 

2) o-2-^ - (CHa) 0-5-NRA-SO2- (CH2) o-s-s - (CH2) 0 
_5-S02-NR*- (CH2) 0-5-s -NRA- (CH2) 0-2-. -NRA- 
CO-NRA-^ -NRA- C S -NRA-, -N = C (-SR^) -NR'^-^ - 
NR^CSNRACO-s -N = C (-SR*) -NR'^CO-. -NR*- (CH 

15 2) i-2-NR*-C0-. -NR*C ONR^NR'^CO-. *fc{4-N = C (- 
NRAR'^) -NRACO- (S^-.^ R^tt-en^nJtti bT*^ig^> is^^n 

A i^ttSC : 
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mm ( ) «^-&®#s*^«^#$E**i9-r] ■e^^ttS'fk-a'i^, ^(d^ 



(^cf>. Elt- (CH2) 1-3-v -O-CH2-. Sfc«-S-CH2-;R« 
3. X^ASiC : 



10 figi^o 



2. X»*s®^^$i^TV^Tt)<tV^5S'^X^T!;— yV-^itJi^ : 




20 
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(5i:f, E«- (CH2) j_3-, -O-CH2-, Sfcfi- S-CH2- ; R« 

4. Yi*s-NHCO-. -CONH-. -NHCHz-^ ifctt-NHSOz- 

10 5. z^*5i, 4 -7 u >-T:fe^if 1 ~ 4 ©v^T tiiOMciei^c^ h o :/jJ? 
6 . K^Mifi^ : 



1 0. ii?K^,«lSrf^ii1-5/^»(^EIIil«r|!ijt-r5:t*<^fS*igl~7(^V>Ttbd> 



o 



o. 





wo 01/07423 



PCT/JPOO/04909 



1 2. -jjaS (II): 

x^_y2_,..-^ (n) 




(^fp, E«- (CHa) l_3-^ -O-CH2-, S-CH2- ; R« 

10 '(gMT/^^/l'3f-dp->;;«7/Uj}f-/V, gj^ $ T V^ T t> <fc T 5 / 

S^^tiTV^T -b J; S fcJiMlfe^ ti-T v^T J; v« 7 -/v) 

Y2{i-NR°C0- (CH2) o-2-^ -NR»CO- (CH2) 0-2-W-. - 
NR^CO- CH= CH-s -W- (CH2) i_5-NR°C0- (CHg) 0-2 

15 -W- (CH2) i-s-CONR«- (CH2) 0-2-N -CONR°- (CH 

2) 0-2-^ - (CH2) 0-6-NRO-SO2- (CH2) 0-5-x - (CH2) 0 
_5-S02-NR«- (CH2) o-6-^ -NR«- (CH2) o-2-> -NR°- 
CO-NR«-. -NR<^- C S -NR«^-. -N = C (-SR°) -NR°-. - 
NR°C S NR'^C -N = C (-SR°) -NR°CO-, -NR«- (CH 

20 2) i-2-NR°-C0-. -NR<*CONR°NR''CO-s Sfctt-N=C (- 

NR«R«) -NR°co- (^>f. R°it^n^n^sLLxyi(.mmi'^rziimm 
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l^ T J: V^ 2 , 5 - 7 7 > -Y -fl/ ; 



-S-.. -NRB- (^f, RB{i7K3!5J!l^*^f4<SjaT/W:^yw) . 

( ) tt^-g-W^ffi^^t^^^^^^to-r ; 

1 3 . X : 



(^t^ E{4- (CH2) ,-3-, -0-CH2-, 4;fc{4- S - CH2 - ; R " 
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1 4. X'ifi^: 




EitmmtmMm 

R^tiTK^il^. g^fe$i^■cv^-ct J;v^^S?ST/^:¥y^, ;<;yuj}f=5f- v. i&mr/u^ 

10 ftifeo 

15. Y^^s-NHCO-. - CONH-. -NHCH2-. Sfett-NHSOj 
--Cfe-5if*« 12-14 (^^^T;j^^MC|a^©^t-a•^^s ^cD^n yi/^ t> L 

16. Z^A^l, 4 -7 i-i/ >-cfe;5if*« 1 2~ 1 5 ©v^-f it/S^J-IB^o-ft; 
1 7. A^SAs^C : 
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5 1 8. 5Si^/Js^-g-o#ffiS:^i-W*;S 1 2~i 1 (r>\>-fM^\z.^m.<n>\^^m. ^ 
1 9. -jSBSi ( I I I -A) : 




(ffl-A) 



10 [Sii^, R^ttTK^Ji^, glfe^Fi^TV^■r'b J;v^®Mr/^=*/^, ;«7yi'7K=3pi/, {£ 

15 Y^fi-NHCO-^fciti-CONH-; 
A^^liiC: 




[^'^', R«tt7Kmil^*fc{±®i^T/Udf/U : M«- S -0-. -N (R<=) 
2 0. -jKSC ( I I I -B) : 
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p10 

2 2. m^mi 2~2 0 ©v\Tn*^i3fBi5©^b^«fe$*^j5£^5-i: uf^*-rs b 

2 3 . m^m. 1 2~2 0 cDi^mA»C83«5®^b^tl4^^fi£^i: LT^^-rsA. 
2 4. 2-2 0 ©v^r^^*>^::S«©'^b^1a**^^)fi£^i: tT^^fSJfiL 

2 6 . 12-20 (D\,^-rtii>^\c^m(Di\:.^m<Df^m±^Mt^7j^ir&^ Xt: 




(m-B) 
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